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Abstract of JP 2001072679 (A) 

PROBLEM TO BE SOLVED: To obtain a new beta- 
carboline compound which is a strong ligand for a 5- 
HT2 receptor that is one of the family of 5- 
hydroxytryptamine (5-HT) receptors and is useful for 
treating depression, psychosis, somnipathy, 
aggressive lesion, and so on. SOLUTION: A 
compound of formula I [the dotted line is a single 
bound or a double bond (for giving an aromatic 
property to a ring which has the dotted line); R1 is 
H. COR8 (R8 H, an aryl or the like) or the like; R2 is 
cyano, C02R8 or the like; R3 and R4 together form 
a 3 to IOC cycloalkyi; R5 is H, a 1 to 60 alkyi or the 
like; Ra to Rd are each H, a halogen, OH or the 
like], for example, cyclopentyl 1-(6-chloro-2, 3,4,9- 
tetrahydro-1 H-&beta -carbolin-1-yl) 
cyclobutanecarboxylate. The compound of formula I 
is produced, for example, by reacting a compound 
of formula II with a compound of formula III and then 
treating the obtained compound of formula IV in the 
presence of phosphorus oxychloride in a solvent 
(for example, toluene) to obtain a compound of 
formula V. 



Data supplied from the espacenet database — Worldwide 



i://v3.espacenet.com/publicationDetails/biblio?DB=EPODOC&adjacent=true&locale=en EP&FT=D&.. 



7/7/2010 



(msmmsf iJT>) 02) ^ 4^ 1^ ^ ^ (A) (ummmmmm 

#iM200i -72679 
(P2001-72679A) 



(43)^BB B ^ms^ 3 ^21 B (2001. 3. 21) 



(51)Int.a' 




F I 




C 0 7 D 4/1/04 


1 0 3 


C 0 7 D 471/04 1. 0 3 A 








1. 0 3H 








I 0 3? 


A 6 1 K 31/437 




A6 IK 3 


1/437 


A 6 1 P 1/00 




A6 I P 


1/00 




# m^(Dm2 OL (^32M) aHMfcSK 




!^S2000-218942( P2000 -218942) 


(TDfflKA 


590003559 










(22)tfl«B 


¥*£l2i!p7^19B(2000./.19) 




77>XBi'-;i/'^il^'7 ■fexyi'X, 'J 








a. ^jWI/ I-^Jt-, 1 


(31)«ifefS*®S^ 


9 9 0 9 5 7 6 






(32)filifeB 


¥^ll*p7^23B(1999./.i23) 




75>:^B. 92150 


(33)fil5fetii®B 






11 
















77>Xffl, 91400 :f;t4:-f, 1J 3.X 








Jl'-x-V-Jl' 7 






(74)«aaA 


100078662 



















(54) [mom] »fa&i3-*;MiU>ft^*, -ecwm^^a *d^:t)C^n*^*1-5BS^fi!E» 



(57) imm] 

mm: mm'^uh=iym5HT,,/5HT,,'is 
o-^m. mm. mmwn. mm. 

mm, ^^i^mzmmmmmz^mThim^m 
m^^m St ( I) : 

UtA 1 ] 




(I) 



(2) iB2 001-72679 (P2001-72679A) 




0) 



♦-Rg-TU-zl-. -R6->-7nr/l,if./l,, tfz!,i- 

(Ci-Cg) rii^].>m^mt) . 

(Ci-Cg) r^i-^^i-a, r'j-^ps. '^^nT)U^ju 

t.mi-R^-^%m (zz-c. Reii. luiEts 

♦-coRs Rati. mm^. mmhKit 
j^^m (Ci-Ce) t;^^;p». TO-fim. i^9ur 
-R,-rU-yt/K, -R^-i-^n 

♦-CONH-R;: (LIT-, n (i. miEtg^L?:t 

Ritiffft-tirf. RsJi. 

TS)^ ) . 

♦ -CONHRg {ZZ-^. Rsti. BUiat£«tfctJ3 

♦^y (C1-C5) T;t/-^;i^7Sy (Ci-Ce) T;l^if 

♦ -NRgRg {ZZX. R^\±. |ijlBtSE«Litti3D 

R9{±, ReTgat^K^lS-r) , 
♦-NH-CO2R7 (^i-C, R7{±, BulEt£»L;t 
tioDT'*!.) . at/ 

♦-CORg (^dT, Rsfi. lufBtg»L^:tt5DT' 

t^T'-T (C3-C10) ^-^DT/I^dr/^S^ffML, R5 

l.ry-;KCi--C6) T;P^;i'a&*t. Ra. r 



(i^e«(Ci-c6) r7^=^/^. hFn^^-, ttis^t 
m(ttz\i^-m% (Ci-Cg) r/p^/L-rsy, # 

Ce) T/l-^^t^TSy. TU-;k. TlV^lV^'jtii^-^m 

f^tiii-eil^T* 1= T y -/P - ( c , - 0 f; ) r /L 3 ^ 

hoy\m^M, ( ^'y^uTJV^fVi (i, %mML (tfzli 
Ji^tCj:0^*tTl.^-&) , 3-1 0c7)M«JI^&-er* 

(Ci-Cs) r;^df;^, ni.vmmttzii'it^ (Ci 

Jim. ^>^-;lS, 4/-c(i^>r-;l:S 

-fix, .>^u'fy, hFDdf>, >ry, -i-u, jlSli 

tzli'jf^km (C1-C5) r;l^/L , ifilfi=i;/::(i;j-ftll 

( c 1 - c 6 ) T;^ 3 > , T 5 y . ifrffi i tz \;mm 
(Ci-Ce) r/L-^yPTSy, #77^^/^a^]•*^■E#;* 
tzit^wmx'hh'J (Ci-Cs) r/p^f/i-rsy, r 

ht7^}-)V- (Ci-Ce) 7;I^3=3f^^ ttif4:^:{i:5i- 

(Ci-Cs) r^^/k mStfcti^e^' (Ci-Ce) T 
UmtfzWmm (Ci-Ce) T 

i\:x}Lm-ttz\m^j:hmx-m^^zi.^um^fixv^ 
I) xhhtmm^fi. ^mwM} n. 5-1 2 it-* 

hn. jj-jfv. fcit/rsy (itt<Ji2i?)ttMtJt 
{i^^ft^ ( Ci-Ce ) 7)v^)vmxm^{zk "omm^ti 
x\^h) -h-mmfih i\:)±ffM-±fz\imt£hm: 
mt;^ziy)mm^Kxv^xi.xv^tmm^tih) , 

[if*3l2] R3fcj:t/R4>6^'-»t=&-5T. 



(3) iB2 001-72679 (P2001-72679A) 



Tf\^^f\^mm&i-i. 11*111 (ciatfsiost ( i ) -c-s 

H^l t!t(i2 tlBttiOst ( I ) -C'SSixSlb-^ft. 

i-jvm^mm-h . ffisiB 1 - 3 ^-f iiA^ 1 istiaa 

cost ( I ) -Cvi;?fiSft^?tft. ^c^mttft;.. 
^^Wtlt^^ L #S lit /rJitaS >: . 
[ 11*11 5 ] R 1 *\ ymW.T , t fz{m -COR 
8 (;if\ Rgfi:, St ( I ) T^«Lfcfcfc^}TS)^) 
SlSt", 11*31 U^iEtKcOst ( I ) X'^s^fihit-^lk. 

iiStclBtKcost ( I ) X'^.^tiMt-^. ^iOMttfr. 

X\ Rsti. jU I ) T1c«L^chfcDT'*§, if*il 
U:fa«i?U ( 1 ) ■C-5j^$iil={l^^Jf5j, ^cOS'tift:, & 
I. V ^iiiK^S^ tit S t # !> K 4 ?t {±JSa i: co^^i ^ 

[it*3S8] R2>?P\ g^-COjRgbtfOB&^L, 

%m<n^ ( I ) x'^.'^titit-^. ^(r>m'm. ht\^ 

III t/i{±8tfa«£7)jt ( I ) X'fr^^tihiti^^. iO) 

mm .hh\ ^M-mmz^m u^m.^ fzM'^m t so 

imm 1 0 ] R6*\ mmi-^imf. mm 1 1 
fa««st ( I ) x'^.^fit\t-^. ^(Tim'm. ht\^ 
\tm^mmmL%tmttz\mmb(^^tit,mM 

[»*«11] ltd' ) : 
lit2] 




(itcf', Ri, R2, R3. R4, Rs. Ra, Rb, R 

c. fciVRdti. 3^ ( I ) x^muzb}i*)xhi) 
i^i-i. if*iii t^iEa<7)5t ( I ) -c*§tLi,^b^ 

[W*3I12] i/i?n'<y^;H- (e-iS'nn- 

2, 3, 4, 9-Tb7b^'n- lH-/3-?^;^;^^■yy 
-1--Y;P) ^'^'^7■■^'>;^^/l.4i'^i'^-^T■■f)l>, ft 

*JMitiaaco3t ( I ) •cvi;Si-L/:. fti-^*j, 

[il*II 1 3 ] xf-yp 1 - ( 6 2,3, 
4, 9-Th7t Fp-lH-/3-:^;U-ii'Uy-l--< 
i^^u:/9yi»VTi'^^'yV~YXhh. if*iiit 
lEtficOst ( I ) X^^-^tlhit-^. ^coMft*. ^§1^ 

[W*3I14] x^;H- C6-^'np-2- (IH 
--f S^V'-;l/-5--^,/l/*;l-'7li'-;L ) -2 , 3, 4, 
9--rl-7b Fo- 1 H-/3-/;'l"i^'J>- 1 - -f/l/] 
>• ^'07':?' yj^/l-rjidf 'yV-VXhh. ll*Xfl 1 t^lBiS 
cOit ( I ) X^^^tihiY/^'^. ^-i^Mttfr, l)l>l^iM 

[W*3I15] X^;H- (6-^^/P-2. 3, 
4, 9-rb7fcb'a-lH-y3-;^?;P;lfjy-l->f 
)V) 'y9uy'^y:f))V:f^^'yV~VX'hh. If *J|1 1 
lEtgcOst ( I ) X-ip^tihit^. ^cOMttfr. ^.^V^ 

\mmfi^zm^ L%tmt fz\mm tmtih <nmw 

[||*]I16] x^;H- (5, 6-i^^'on-2, 

3, 4, 9-f h7bFn-lH-/3-7);L';li'Uy-l 

1 izimn^ ( I ) •C'SSn^'ft-^. * 

[a*«17] x^;H- (6-^nD-2, 3, 

4, 9-f b7t Fn-IH-^S-;^?;!/;^';^-!—^ 
i^^n7'^y;^;P;K^^^-hT'S)§. if*]Ilt 

iEa<?)5S: ( I ) x^.^titit-^. ^<^m^\i^. hu^ 
iimmm^ L%tmt fz\m& tmfi^, mn 

[lt*II18] x^;H- (6, 7-i>'^'Pn-2, 
3, 4, 9-f-F7t Fo-lH-/3-7;?;l';ii'U>'-l 



1 iztmco^ ( I ) T's^^tis-ft-^ft. ^m\m. h 

[11*1119] xf-;H- (6-;^b^>'-2, 3, 
4, 9-Th5bKn-lH-^-7!;/l.t;'i)>-l -A 

mim2 0 ] mm. i ibkosi; ( i ) -Q^.^ixhn 
■^^mm-nm-ch-yx . ^ (id : 




Rji Rj 



(jt*, Ra, Rb. Rc. Rd, tJiVR^fi. 

( I ) x'^mLtzbu^x'hh) x^^s^Khit-mni^ 
mmtLxm\K (id x'^.^Kh^-^i. ^ 

(III) : 

«/ COjEt 

(it*R3*3j;t^'R4{±, ( I ) X^mLtzta^X'h 
B!c^ff^:^^^oTSJ[ES^i:T. jS; (IV) : 




(itttJ, Ra, Rb, Rc, Rd, R, , R^ , iii.XfYl 

^ff. ^ (IV) Xiv.^fiUtism^ . b/pxytfc(i^ 

T, St ( I) -C-^SflS^t^ftcO^Sm'ifeSse ( 1/ 
a) : 




(j^cf. Ra. Rb. Rc, Rd, Rg, R4. ioitXR 



(4) ^2 001-72679 (P2001-72679A) 



sfi. mlE'e£»L/::tfc'9TS)l.) X'^.^tiM^-^'m 
S ( I/a) r^^tlS-fb-^^ : 

*S7CLT. 3^ ( I) T'^§til.'ft^!^C7)!|fS^JT*l. 

5t ( I/b) : 
[€7] 




(itttJ. Ra. Rb. Rc, Rd. R3. R4. fcj:t>'R 
mlET'SSL^ttfeOrS)!.) T'S^§ixl.{l:^ft 

St ( I/b) co^h^^t)!^. 5t (V) : 
Ri-X (V) 

(it*. Ri(i. St (I ) T'gaL^ihiiDT-fcD. X 
li. MM^*-t) X^^^iiUt-^m^fX-^mk 
frt-mSLT, 5t (I ) t'^Sn-&-fb^!fl5£7)#SI5iJT'S) 
l>5t ( I/c) : 




(it^', Ra, Rb, Rc, Rd, Rj , R3 , R, , 

cty'RsJi. mlEt-^«t^ch*3 0t'*^) x:^^^tih 

*5e ( I/a) T-*stLi.{L^ii^, m.\mmm\z\i 

LT, St ( I ) T*Siil.ft-^«0#£MTl)§^ ( I 
/d) : 




(jt^tJ, Ra, Rb, Rc, Rd, R3 , R4 , fcj;t/'R 
m ;^-C\ ^ ( I/a) , (I/b). (I/c) 

i3 J;!/ ( I /d ) i^-fb-^^Tfi, ^ ( I ) x:^.^fih 
'fLmmw\x:hhi^{i/^) : 
[-ffcio] 



(5) iB2 001-72679 (P2001-72679A) 




Ra, Rb. Rc. Rd, Rj , Rg , R4 , 
j;t^-R6(±, St ( I ) T-gttti^cafcDT*^) T-S^S 

■ fHxmaix/^ (VI) : 

R7-OH (VI) 

(jS;tl5R7{i. 5^ ( I) T^mLfztmX'hl) 

( I) x'^^tL^^t-^mm&mvh^ ( :/ 

f) : 




i^tp. Ra, Rb. Rc. Rd. R, . R3 . R4 . 
Rg. l3j;U^'R7fi:, m?ZT'^mitzyii*lTh?.,) T-^ 

■ it (i/e ) f*§ix^^b-irft&, iSa^ffTT** 
^^MUT. 5t (I ) t'^^SixS-fb-&»#Si?iJT'S>STt 
( I/g) : 
[^Ll 2] 




(itttJ, Ra, Rb, Rc, Rd, Rj, R3, R4, 

^t^mn. it (I/g) -C'^^iis-fb^^. 

♦7 5 KftO^fft^oTst (VII) : 
R8-NH2 (VII) 

i^fp. Refi, it ( I) rg«L/iti3Drs>s) -c 
m&mxht^ (i/h) : 




(jCft', Ra. Rb. Rc, Rd, Rj , Rg , R^ . 

R6. fccfcV'Rgti. miEt'^«Lyitio'9t-&l>) 
(I /h ) ■C'SS^^I.'fb■^ft^^m-STS b-fffga^. 

-bu/i^ttgat^LT, js; ( I) T^stLi.ft^ 

<7)i|f£MT-$>l.i^ ( I/i ) : 

[-fbi4] 




(^tp. Ra. Rb. Rc. Rd. Ri . R3. R4. i3 

Th F/v^mLT. ^ ( I) x^^^tiht^^mmx 

xhhis. il/j) : 
Utl5] 



Rd 




(^fp. Ra. Rb. Rc. Rd. Rj . R3. R4. 
j:t/R5{i. mMX&mifztmxht) X'^^tit 

it-^mn, ^ ( I / j ) x^^^iiiit-^^:. ^ (VI 

II) : 

R7-M-X (VIII) 

1-) r^six-g.^b^«#ftTtav^T, ^ (IX) : 




(j^jcf. Ra. Rb. Rc. Rd. Ri . Rg. R4. 



(6) iB2 001-72679 (P2001-72679A) 



^ii^^^^^fi^mi^tLxn. ^ (IX) T^^tih^t 
utn] 




Ra, Rb. Rc. Rd. Rj . Rg. R4. 
R5, i5j;VR,{i, lufBT'S«Uci:*3 0t'3^S) T'^ 

♦it ( I/g) -C-^^^il-Sfb^ifHlr. h 'JX-^Jl'Tiy 
i5i.tfmiM-C-lE.m Itztis^ Thh^Ri - O H ( vi ) 

l>se ( I/l ) : 
[{CIS] 




(stt|i, Ra, Rb, Rc. Rd, Rj , R3 , R4 , 
Utl9] 




OA.) 



{^^^ Ra, Rb. Rc. Rd, Rj . R3 . R4feJ; 

St ( I ) T*S^xl.{l:-^!fe«#^«T'S>l.st ( 1/ 
n) : 
[{b2 0] 




(jt4', Ra. Rb. Rc, Rd, Rj , Rg , R^ . 
Rs. Rg. aXVR^ii. S ( I ) t-^«Uci;t5 0t- 
fcD. ;i-C'{iR8fcJ;t^'R9{i. ^«fWi*«iS^&iS 

'ft-^ft^ft^s^-ri.'fk-^ft ( I /a ) ^ ( I /n ) 

X . iKJi 1 - 1 9 ^ ^-fht- 1 II tiEac?)^^^* < t i> 
^^e^ tcit^ Lf#.& mxit^m t (Ti^tii^mMmm 
[a*3S2 2 ] d-^fi, mwn. mmmm. sit 

it*]i 1 - 1 9 iot^^-f 1 ]imam£?)^-^< b h 

1 cO-fhl^ft^vS'ftpJc^j^i: LT-^ft-l., if«3S2 1 tcfS 
[000 1 ] 

mmt^ o zmmit-^Mi. 5 - ht^ 7 r s y 
-co^mmzMLX'tah^iymmi^ti. 

[0002] 

[^te*c?)Sffi] -fephr^yfi. 'pmmM^mi3X'5 

-HT (5-hb'n=3f^hi;T^sy) g^ftitcf-^ffli- 

-D^-^xiii 4c^y*ry'f ^ rfm&^tixa*! , 5-ht 

i-5-HT7t07c7)7r Sy-t5>«^ixTI.^I>o 5- 
HT2 7T 5 IJ-C7)3*>. 5-HT2fl, 5-HT2BSt/' 
5 - H T2 c W-'^^'^' -f rtimibtlX V ^ I. o ^3 iO-tf 7- 

M<^^kWli^t:LX\>^l (Trends. Pharmacol. Sci., 1 
995, 16, 105-110, Neuropharmacology, 1994, 33, 275 
-317) „ 

[0003] >I«{L-&!tl3{±, S-HTjSm. ^LT 

5 - H Tj c 5 - H T2 B S«*i^vSe^lit5-t I. 
^t*i'Til=W-r\ iixtfjJiBiifiPtW (Psychopharmaco 
logy, 1989, 97, 436-442; Neuropharmacol . , 1994, 3 
3 , 467-471) , (Psychopharinacology, 1997, 

133 . 309-312) , ^^-■y^^f^^, fmm. (Br. 



(7) 112 001-72679 (P2001-72679A) 



J. Pharmacol., 1996, 117, 427-434; Neurophanuacolo 

gy, 1997 . 36 , 793-802) . 0O« (Biol. Psychiatry, 
1996, 39, 1000-1008: Neuroscience, 1999. 91(2), 5 
87-597) . mm&V^^km&^mm (Pharm. Biochein. Beha 
vior, 1991, 39,729-736) . WSW (Clinical Neuroph 
armacology, 1997, 20(3), 210-214) . fiSM (Progre 
ss in Drug Research, 1998, 51, 219-244, Springer V 
erlayS) , Wn^mmM/nnm (Eur. J. Pharm., 1 
993, 245, 179-182; Biol. Psychiatry, 1998, 44, 109 

9-1117) ^^ammcommiz^mTh^t^ii^tii. 
[0004] :mui. ^mer)0 -Aivif^'} y^-^mifi 

6 20 223{CSSL, m(i5-HT2cS«frfc>!^U 

Mt-^'iM^mm Lxv^h. H - n V mtvm 0320 

0 7 3 0 0 5 4 1 ^{±, ^^fitcy i 7'iJ y\% 

fi-f]A y > &y T v^^Yu- ii-f]ivmy^%^ 

mLX\-^h. Wik\Z. «ittiillW09 5/2420 0 

\t. m^z^Y'y^.YTi- &-f})Vif-^)yim)^'9~y^ 

[0005] *^Bj£7)-fb^(i. iffflT'J)-^ i h \zM 
I, 5-iiT,^mmm'^tRmv:^yYX'h'o. 

# 1 5 - H T,. r a ,1 y 5 - H T, B ry a^-x h -c- h 7o 
\m ii ->rxh o-om tst* i 

m m - 111 - J- c^i^teiffi ) 

[00 06] ifwm. X mm^z\m ( d : 

[00 07] 
Ut2 1 ] 




(I) 



[00 08] ( 3^+. 7— {_±, ^ilii^^l.ilt>ftt 

R,-MWm {^^X\ ^RsJi. «^i>t<{iij-eM 

(Ci-Ce) Tju^i-ym^mt) . 
♦-cojRv (;;f\ Rv(i. mmhKmm. 

(Ci-Cg) r;i-^;i-S, r'J-;i/S. ^-^'nr/i-df^i^ 
a. mmm. -Re-ru-^i^s. -R6-i^^'pr;k=5f 
71-^. tfdi-Rs-mmm {^^x\ ReH. miets 



♦-CORg (^ZX\ Rgii, tt«4>L<{± 

-5>eil (Ci-Cg) r;^^;^s. ru-/^a, >'^'nr 

'l^/lS. -Re-TU-^L-S. -Re-i^^'n 

r.ii^fim. ttzii-R,-mmm{zzx\ RsH. m 
mzj^mitit.ii'oxhi) ^mt) ni-ti 

♦-CONH-Rg (i^T-Rgli, wmz-^mLfzhH 

^X'hh) i)-hmmiihmimL. Ri^ 
^^mmm=^mx'\,zmnzMm-^i:^Lx\>-^^m 

♦-CONHRg (^.r-C-Reii. frf2tS«Lfcti3 D 

■c-*-s) . 

♦^y (Ci-cj r;i/^;i/rsy (Cj-Ce) 7;i/^ 

/i/T^y:^;!^;!^-/!^, 'J (Ci-Ce) r/P^/PT^y 
(Ci-Cg) r;i-^;i^r5y*;i^^-;i- (#aeDr;P=^ 
/l^^Si. UlS^cti^eM^^t-S)!.) 
♦-NRgRg (i^-C. Rsfi. miiat£«L/;i:i3 0 
T'S^O, Rgfi, R8T£«L^«&|g-r) . 

♦-NH-CO2R7 (zzx. R^\i. mmz^mLtz 
bn^X'h^) . m 

♦-C0R3 {LLx\ R«{i, mmz'mLfzbii^x 

^ (( ) /urn \ntF^JFML R 
± Ei^oi (i7itoP(( -Cp)7;^^ 

/r )-/!(( ) r;I.:^/LSt^l Fd F 

b, Rc. jDj;t/Rcm. n-^fz\mKi:'^X\-^XhX 
<. ^il^iimtm.lX . ^^^^->, ttiiiJt 

Ji^Si! (Ci-Ce) T/Pn^i.. tti!^3t{i:5i-Kifh 

^^p- (Ci~Cg) 7/l^3^i/. -bn, £/7y, 75 

y. EMt/cii^^eii (Ci-Cs) 7/kdf7^75y, # 

Ce) 7;k^;L'7sy, 7y-/i', rii^ii^M^W.M 
tfdi-mmm-h^ru-JU- (Ci-Cb) 7/^^ 
^/P;!^'^^, (Ci-Ce) 7/k^ 

tz\i.^wm^X'hhr'}~)v- (Ci-Ce) rivzi^i^ 
ii->hm{^tihmi^~t) x^.^tihitm!i. icom^ 

{ttzmmzMLx^mmm^t^j:^na±n 

T4mmmi^iz]:*)^^LX\^l) , 3-10^0M 
(Ci-cj 7/P^;P. JaJitMM^^i^ 
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mii. ^K^fi. r^Mjry^ bFn^i^, >T/, 

fiMii/ifiij'SIS^-CifeSi/' (Ci-Cg) 7;^^;^7S 
7y-;^^^i/, 7;k3dr;/gPiJ-3&J[Illi:/;(ii^e 

/tJi^KIShy^Nn (Ci-Ce) 7/I/^/k ttifS^ti 

Ce) 7;^3^i/*;^#■-;^, mmtfzimmm (Ci- 
Cg) 7;t/^;i/7 5y*;i/*~;i/, fciLf^'Tj-^VT^j^^jjii 

Cs ) 77P=^;p, mmtfdmi&m ic.-^c,) r/ua 

=^1/. :zbn, TfJfV, iy.tt/:-75/ ( 1 C>l.<«2cO 

I. 

[00 09] mmmt ixn. ^x-zp. 

7y;l/, -<S^^Vy;l/, 4H-f 5-;l/-4-jr>', f 
y;K b°py;k b-^yy^p. =3fyy;i/. -^y^yy 

Jl. ^-tYU-Jl. \^nU'J-Jl. t'^yi/'ri/k t'^ 

yi^'-)i. 1,2, s-i-T'JTV'jjimcomtmfh 

ztii^mi^^xh-^xm&t^hcox-mvK 
[0010] M'^mztmimmt ixii. im, m 
itAmm. mm, t^^t^ym. mm, h'jy)i^nm 

m. ILIS. b7kb>ig, vnyiS. ar.^m, f'-'il^/l 

mmifk,iihtp. ^Liii^mi^^Th-oxwrn-^hcD 
[0011] m^mmminmrnt ixa. *K-fb 

^hy^A. :m^AV^J^. hyx^;1.7Sy. t^rt 

xm&i-lhff)X'li^j:\\ 

[0012] #fij^sff^Mt i !> t , t^mnmt 



•SlSff^iii*; (C3---C10) ^^^07/1/^/1/*^}^^^^ 

^i^cox'h^. mzmmi. R.mx/RiH. -m^z 
^-^T#g«oM»JiiS5^ (C4-Cb) yy^7/^^/^ 
mmm-l. ^i^tWiJWi. R3fcj;t<R4{i. 

[0013] t^WMizi:im Lv^BMRiti, 7K« 
iSi^. a J:l/Rs ti^^ ( I ) t-1g«L^ctfcDt"S)l>S 

-coR,x'$)^. mv^mmazj: it.mi\m 

-COR^^X'h^. 

[0014] ^m^zxmt Ll^a^KR^ti. R,ifi 

5(; ( I) X'^mhiitii'ox'him-co^RsX'hi, 
wvj:mmizi:ib. mu^mmmRi^t. R^^t^ 

7;L-^;l*S-rS-c O2 Rst T-Ij^ . 
FigiJi. x^;Pi/-{±y^n^y^;PS&^-ro 
[0015] *^0flti:l>ff^ L^ 'SiSRfJi, 7K« 

[0016] mzwv^mmizxi t , *^3jco*f s 

UMt-^li. 5^ ( I ' ) : 
[00 17] 

[^1:2 2] 




[0018] {3^^. R,, R2. R3, R4. R5, R 
a. Rb. Rc, JoJ;VRdJi;. st ( I ) T-^aUct 
isDTl)!.) ^^^§^§2, 3, 4, 9-Tb7fcFn 
- 1 H-jQ -;ir;k;Ky Wb^ftTfeS, 

[0019] :^mizxmt u^-ft-^mt ■. 

-i^9xi^y^}Vl- (6-i5'PP-2, 3, 4, 9- 
Th5bh'P-lH-/3-;&/l/4<yy-l--^;l/) i-y 

pyyy;<?;i/4i'^^-v-b, 

-x^,;H- (6-yp^-2, 3, 4, Q-rf^b 

Hn- iH-/j-*./L'4i'uy-i --f;i/) yyny'yy 

-x^;H - C6-ynn-2- ( 1 H - 5 yy -/L- 
-5-^';l/;'i';k1<::^;l') -2, 3, 4, 9-fb5bF 
P-lH-/3-;>:?;P;fryy-l--<;l/D i/ypyyy;^? 

-X^;H- (6-y^;I/-2, 3, 4, 9-f-b7b 

Kp-iH->s-;if;i/;Kyy-i— i/ypy'i^'y 

-x^;H-(5, 6-i^'ypp-2, 3, 4, 9-f 
h5tFP-lH-/3-;^/I/;ii'yy-l— v-yp 

-xf-/H- (6-ypp-2, 3, 4, 9— rh5t 
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Fn-lH-/3-;<?;k#yy-l-^;k) v-^D7"^y 

-x-f/H- (6, 7->''^'nn-2, 3, 4, 9-f- 
h^bKn-lH-^-^/krKUy-l— i^^'n 

-x-f;H- {6-^V^i^-2, 3, 4, 9-f h9 
hFn-lH-/3-::^?7l/*-yy-l-^;P) i^^uf^ 

[ 0 0 2 0 ] ff* L^Mtmam'm. ax^^m^^z 

[002 1] *^BJ(±jt ( I ) X'^.^ixhiY.-^'S^<r>mm 
[00 22] 

[41:2 3] 




Ka R, 



[0023] (i^tti. Ra. Rb, Rc, Rd, i3j;t>' 

it^^iiummtLxm^'K ^ (id T^stiS^t-^ 

ft^St (III) : 
[00 24] 
[41:2 4] 

X m 

r/ CO^t 

[0025] (:^cfi. Rg Jsit^Rifi. sS; ( I ) -eg* 
[00 26] 

[41:2 5] 



Rd 




[0027] (1^41. Ra, Rb. Rc, Rd, R3, 
R4, mUR^li. mZT^mLf^kH'OThl) 
^tit^-^in. ^ (IV) TiTs^tLt^-^i. 

STT-MSLT, ( I ) •C'^^^iS'fC-^c^^SM-C' 

hh^ ( I /a ) : 
[00 28] 
[41:2 6] 




[0029] (5^45. Ra, Rb, Rc, Rd. Rg , 

R4. fccfcV'Rgti. miEt'^«Lyitio'9t-&l>) 
§ni.4l:-^!flj^f#. (i/a) ■c*§^i,i,4l:-^ft& : 
*^m^mzi5\^xm.m\^^ixx\^hm-\,z'^'^xm 

TtLX. ^ ( I) T'SSnS4l:-^ftO!^£WT'*l.5S: 
(I/b) : 
[0030] 
[41:2 7] 



Rd 




[003 1] (^41, Ra, Rb, Rc, Rd, R3, 
R4, iiit/Rsfi, iiiB-C£«LyitfcO-Cl,§) T'* 

5(;(V) : 

R,-X (V) 

Hi(±, .t\; ( I ) -Q-.mLtztmx'h'o . x 

{i, *«^^-ClSMWtffll-.ji>ns«*&^t) 

§ns4i:-^»#ftTTiia^T'Miafc, ( n 

[0032] 

[41:2 8] 




[0033] (3^45, Ra, Rb, Rc, Rd, Rj , 
R3. R4. *3J:y'R6(±. frfaT-£«t/"ctt3 0T-fc 

(I/a) T-^§ix§4l:^tj&, *«^^TiiMe^ 

-&41:^i^#gMT'S,l.^(I/d) : 
[0034] 

[41:2 9] 
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[00 3 5] (Set'. Ra. Rb, Rc, Rd, Rg. 

^fii^t-^m. ^ii/a) . (1/ 

b). (l/c) isXX/ (l/d) (Dit-m^Xli.^ 
( I ) T^.^tl^^-^m&\'Ch^^ ( I/e ) : 
[00 36] 
[{CSO] 




[0037] (sC*. Ra. Rb. Rc. Rd. Ri. 

R3, R4. fcit/Rsfi. 5^ ( I ) ■c&mLf^tn'ov 

hi) T^^^ill^-mm^LXisy) . it ( I/e) 

■ /Hxmaxx/^ (VI) : 

R7-OH (VI) 

(xt^Rvii, ( I ) T&mifztii'O-Chl) X'^^ 
5t ( I) Xyr^^til^t-^m<D^mnX'hm ( 1/ 

f) : 

[00 38] 

[its 1 ] 




[0 0 3 9] (ittf, Ra, Rb, Rc, Rd, Rj, 
R3, R4. Rb, t3j:y'R7{±, frfeT-?E«L/-cti^ DT- 

(I/g) : 
[0040] 
[{b3 2] 




[004 1] (j^pf. Ra, Rb, Rc, Rd, Rj , 

R3. R4. axvR^ii. mmx'Mmifct^i^xh 

♦#*i^T S b'^ti^^^s^tl^-^ TjS; (VII) : 
R8-NH2 (VII) 

{^^. Rs(±. St ( I ) T'S«U;ti:fcOT'ftS) T' 
^$tll>ft-^i:^ratT. 5S: ( I ) XiTs^tllit-^ 

(^mmnxhi^ ( i/h) : 

[0042] 
[^3 3] 



Rd 




[0043] (5^+. Ra, Rb, Rc, Rd, Rj , 

R3, R4, Rs, axx/BM. m^ix'^mitzta^x 
smst ( I /h ) -c-^sixi>^t^!fS!)£^m-ar s 

tt^tttc^JiLT, 5t ( I ) T^SnS^b-^^i^g^J 
X'ht^ ( I/i ) : 
[0044] 

[^1:3 4] 




[0045] (3^+, Ra, Rb, Rc, Rd. Ri , 

R3. R4. i3J;y'R6(±. mtlX'SMLtzbii^X'h 
h) X'^^tiMt^^'mtK ttdi 

( i/g) T^s^tihit-^mivi^^ymT^ 
mdt^x'commm^zm-^x, mtb^com 
mitt i^ts-mnmzx 0 r/Pr t k^^lt. 

5(: ( I ) T'*§^il.'ffc-^c?)#SMT'S)l.5i; (1/ 
j) : 

[0046] 
Ut3 5] 



[0047] (Set'. Ra. Rb, Rc, Rd, Rj. 

-^ft^. (VIII) : 
R7-M-X (VIII) 

(iS;t1^. R7{±. it ( I) X'^mLfiti5*)X'h*). M 

^) T-^StlS^-^iOfrftTW^T. (IX) : 
[0048] 

[^1:3 6] 




(DQ 



[0049] Ra. Rb. Rc. Rd. Rj. 

R3. R4. Rn, f5,-fcy'R7{±, lutST'£«L!ti:J3 0T 
-C>;5iiftfl:^>t*I&*rBmi:LT#, (IX) T 

mX'ht^ (I/k) : 
[00 50] 
[its 7] 




[00 5 1 ] (ittf. Ra, Rb, Rc, Rd, Rj, 

R3, R4. Rb, t3j:y'R7{±, msix'^mirztti*]x- 

hi) X7jk^tLiiti^mnifj\ ttzii 

♦st ( i/g) X'^^^Mt^i. fyx^/kTSy 

fcJ;I>'BUlET£«L3ttt3i9T'S)SiS:R7-OH (VI) 

\^tmmix. St ( I ) T*s^ii.^b-^!fe«#sfiK'S> 

I.St ( I/l ) : 
[00 52] 
[{tSS] 



[0053] {^^^ Ra, Rb, Rc, Rd, Rj , 

R3, R4. Rs. i5XVR^^i, mMxmmifzbii^X 

(i/i ) x'^s^ti^it-^mi. ^^i^^m. 
xyr.^Khit-^^m'mxhh^d/m) ■. 

[0054] 
[-(1:3 9] 




[0055] (^t+i, Ra, Rb, Rc, Rd, Rj , 
R3, R4. i3j;U^R6{i, BirlST'g«L/itJ3DT'S> 
^) X'^.^tlhit^m. it ( I/m) t'^S^xS-fb 

/;{iSHS7Sytlg»t^mLT, ^ ( I ) -C^SfL 
hi\L-^m'mX'hhi^(l/n) : 

[0056] 

[-(1:4 0 ] 




[0057] (jt*. Ra, Rb, Rc, Rd, Rj , 

R3, R4, Rs, Rs, fcJ;t'^'R9(i, (I ) T-£«L 
tzti6*)X'h^l , 'iZX'liRsi'iXURali. Nff^Wi^K 

**Bfl«fb^!fl3^#c^fflJSt-§€^ft (l/a) - 
(1/ n) £^^tJi5tT«*«fti^a^t«oT»» 

[0058]5(C(II) . (Ill) . (V) , (VI) , (V 

II) , (VIII) x-ijk^tLiit-^mii. -^m<^^-^ 
m^h t \ ^\im&mm^Wi:Mzist-yxn c^tint^m 
m^-ftii^X'hi. 

[0059] *%BBit , m^x\ tfzit 1 a}Lffm 

^^h-tX. ij'^^:< 1 1 ( I) X'T^^filit-^ 
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[00 60] t^wM^z^mmim^h mi,zm 
#gp (ifMrt. mm. tfzimr) . ss, * 

izmLfzi,(^)Th*). mzmm. mm. ^rm. +^■yv 

[006 1] *^HJtO-fb-^(i, 3i^^-bn h::iytt5 
HT2B/5HT2cVStt. #t5-HT2cry^'d'-j;?.h 

imi^-ti (^wm'^t-^mK ^<7)^mw^zMLx 
( I ) v^iiii^ib^m&tii ti<\mmfmii. do 
^j:^mzmsmmm^zmx'h^. 

[0062] B^coi^fiXX/im. ^ 

^m. me^'^miummm. ^^i^mzme^i^mm 

cot^^^zjBtX^^-^^lZtifi-C^. IBS^OO. 
[00 63] 

immm] mzip-tmmmii.:^mnmmixh') . w> 

[00 64] ffifflt-|>ffi^ff*4*5 /-ciiiSSJi. 

[00 65] »WJtCfa«§tLl.-ft^t)««5t*3j:t>'-^ 

^sptJi. mmmem mm. nmr, 

a*.: 15 8-160T: 

mTtmm : 

C H 

%tf-i:tt 5 8. 5 4 6. 0 0 

%liaiKi 5 8. 3 3 5. 9 7 

[00 70] mmm2 ■. xt;i^ ( r, s ) - 1 - ( 6 - 

7-u^-2, 3, 4, 9-Thyt.Vu-lH-0-:^ 

ji-rKU y- 1 --f ) i^^' n y,-? yx^/L-^K^i^i^- his 

II* 2 4 6~2 4 7°C 

C H 
%H-Stt 5 2. 2 5 5. 3 6 
%lli!ltt 5 2. 14 5. 4 1 
[0 0 7 2]^ISM3: ( + ) -X^;H- (6-yn 
3, 4, 9-Th5hKn-l H-/3-;!if;PrK 

{^y}\^-t)PAD) ^zHLfz (»iSffl(±l 0 0 0/l« 



mmm) xm^Ltz, 

[0066] mmmi :X^;H- (6-d?on-2, 
3, 4, 9-f-h5h Fn- 1 H-/3-7;f7L';ii'y y- 1 

[0067] IgA : Xf-/l/ 1- ( { C2- (5-^*0 

D- 1 n-4y¥~)i-3-4)i) x-f;i.] rsy } ;^ 

5-^oahy7°^5yJSKJt^ ( 2 3. ig).^yx 
f-;^>'i5'n7'^'yi^';*?;^;Jf^i^V-b ( 1 7. 3g). 
i/'-f y7°ntr;^xf-;^7Sy (3 6ml) . HXX/O- 
(KyYhUTY~Jl'-l--^Jl') -N, N, N' , 

(3 3. 7 g) i^^uviy<^y (200ml) ^XM 

m&mzx 2 0 mmmwLti „ 7j<-c-ift?f t . mm-r h y 

'^AT-^SL. -b7^ bT-#affi^^ffiLfca. liSffT 

[0 0 6 8] XgB : x-?-;H - ( 6-^'nn-2, 
3, 4, 9-T^7bF^-lH-/3-^;^;ii■yy-l 
-^>^) ^^^^yyy^!)]^n's^i^]y-himi^ 
X^AX-ni^tltzm,^ ( 3 2 g ) b/l^xy (400 
ml ) fcit/POC 1 3 ( 3 5ml ) tfOj^^S^T'SSL^r^i 

S^&x^y-;U ( 3 0 0ml) 0. *^7K«-fl: 
-^-hy^A (5 g) OtSD;?.^^^ 3 0^mzyH 

(300ml) Sr»LT. x^'y-zL i'1??i-L/-^- 

fz'ik, 'i^^iifzmmmi:J^^'y~)m&ityi<.mmm 
x-mmi&izm^Li^. ^m^tifzm.mK ^maxx/ 
M^rx(7)^mmzs^m^ti-f^ . 

[0069] 



N C 1 

7. 59 19. 20 
7.6 1 19.60 

m&mmmmi t nmxh o , xuAcDmt lx 
5 -7D^ h y 7°^ s yim&im^fz. 

[007 1] 



N 

6. 77 
6.6 1 

x^y-/U/i^'x^;i^7Syift^tlA^^>^:l.) . it-^ 

it-mmmz i ^ immz^m Ltz . 

11*: 2 2 6-2 2 7°C 
Ca]D"°C=+23. 26° 

[0073] mm\A : ( - ) -Xf-/H - ( 6-7-0 
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*-2, 3, 4, 9-f-h5t Kn-1 H-/3-;^?;k;i< 

mmm 3 -Clf 5: ^' n v b 7 n^ii S tif:m 

/to 

11*: 2 2 6-2 2 7°C 

2 3 5-2 3 7°C 

mmjmm : 

C H 
%tf-S:tt 6 5. 4 1 7. 2 2 
%mM^ 6 5. 2 7 7. 2 9 
[00 76] mmme ■. xf-;l. l - ( 6 , 7 -x^' on 
-2, 3, 4, 9-Th5bFn-lH-/3-.*;l,4iU 
y-l--i)V) ^^•n7"^y;5?;W;n'df^U— htSiita 
>2 6 0"C 

C H 
%H-Sfi 5 3. 5 5 5. 24 
%lia!ltt 5 3. 8 8 4. 9 9 
[0 0 78] ^M7 :X^;H- {b-^^V^'y- 
2, 3, 4, 9-Th7bh'p-lH-/3-;?5?;P^yy 

Bl* : 1 9 0-1 9 2°C 

C H 
"ostmi 6 2. 55 6. 9 1 
"o:JiiJfl 6 2.07 7.1 0 
[0080] HffiMS : Xf-;l/ 1 - ( 2 , 3 , 4 , 9 - 
T^7b^'o-lH-/3-;^^;^;^'Uy-l-> f;!^) i'^' 

mf^ \ 2 0 4-2 0 6'X: 

mmjtmm : 

C H 
6 4. 5 7 6. 9 2 
%llilfl 6 4. 6 0 6. 9 8 
[0082] MSM9 : Xt;H - ( 6 , 7 h^f 
i^-2, 3, 4, 9— rb7b Kn- 1 H-/3-;iif ;!.';}< 

Bi,'fi : 1 6 9— 1 7 0°C 

C H 
%tf-i:tt 6 0. 8 3 6. 8 9 
%lliltt 6 0. 2 2 7. 0 0 
[0 0 84]|||ftMl0 :Xf-;H- (6, 7-i^'7'n 
^-2, 3, 4, 9-Tb^bHn-lH-;3-;if;P;Jf 

>2 6 0°C 



[a] D^'°C=-23. 18' 

[0074] IHiM5 :X^;H- (6-^-^71—2, 
3, 4, 9 -T-l-5b Fn- 1 H-/3-7;f7b;ii'Uy- 1 
-■■f ;L ) > 7n7':5'> 7^;l.^'*>-l'-bJ^itJ^ 

[0075] 



N C 1 

8. 03 10. 16 
7. 88 10. 46 

mmtmmm 1 1 mmx-h 0 . isa<7)S® t lt 5 . 
6 - X ^' n n b y 7°^ s yu^^m\ ^tz o 

[0077] 



N C 1 

6. 94 26. 34 
6. 83 26. 1 0 

mmtrnkm 1 1 0 , iSAcoxst lt 5 - 

[0079] 



N C 1 

7. 6 8 9. 7 2 
7.4 7 9.82 

mmmmm 1 1 nm-z-h d , iMKcnwAb lt b y 

[008 1] 



N C 1 

8.37 10.59 
8.2 5 10.66 

mmmmm 1 1 nmxh o , imAc^sKt lt 5 , 

6 - h df b y 7° S yiSKiS^ fflt ^Jt „ 
[0083] 



N C 1 

7. 09 8. 98 
7. 0 5 8. 66 

mmmmm 1 1 mx-h 0 . igAc?)^©^ lt 5 , 

6 -i/Vn^ b y TiS' S yiS^^rfflv-ifc, 
[0085] 
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C H 
%tfStt 4 3. 8 9 4. 3 0 
%mmm 4 4.00 4.31 
[0086] mtm 1 1 : Xf-;l. 1 - ( 6 - 7 x-^P- 
2, 3, 4, 9-f-b5b Kn- 1 H-/3-;i»;l.7}i'iJy 

»ft«2t1#A>ix/S'ft^ft ( 2g) , 7x:i;lt;-n>ig 
(1 g ) . 7 yit^i^^J^ ( 1 . 7 g ) . m-ft-fe^^i^v 

(3. 2s} . mx/Thy^x {V'Jy:>:-^t^^y 
B}^:. >2 6 0°C 
«»7C«^tf : 

C H 
6 9. 3 1 6. 6 7 

6 8. 7 0 6. 4 5 
[0088] mmmi 2 :Xf-;H- il-h-'jyil:^ 
n;<f-;P-2, 3, 4, 9-Tb7b Fo- 1 H-yS- 

y y- 1 - ^ ) > 9 u-f9 >:^n:r:^i^i'~ h 

M}^: 2 Arc 
a»7C«^tf : 

C H 
%H-S:« 5 6. 6 5 5. 5 0 
%lli!ltt 5 6. 6 8 5. 2 9 
[0090] HfSMl 3 : X^;H - ( 6 -tert- T"-?- 
;p-2, 3, 4. 9— f b7bFn-l H-yS-;i5f;^;Jf 

C H 
%H-©tt 6 4.68 8.12 
%liaitt 6 4. 2 0 8. 1 6 

[0 0 9 2] ^Ml 4 :X^;H- 

2, 3, 4, 9-Th7bKP-lH-/3-;?;f;P;J<yy 

m^. \ 2 3 6°C 

C H 
%t\%{U. 6 4. 4 9 7. 6 0 
%lliJfl 6 4.0 5 7.86 
[00 94] mmW 5 :X^7H- (6-bFn^i^ 
-2, 3, 4, 9-Th^bFu-lH-/3-;^f;l/;l<y 

( 5 0ml ) {:-S-tfJ§?g(C, ^pvgtt^H^TT'- 3 0°Ct 
Ti''^on^^yt^Mt^clMc?)=:*^l:*'>« ( 1 2ni 
1) ^mStlt^c. jgfflfflJKT-2^SKJf5$iti^^f*. KJC 
?fE^f%&|g«try^:i^A?§?l ( 1 ml ) -CtDTK^iP 

[0 0 9 5] US : 2 1 5 — 2 1 6°C 



N CI Br 

5. 69 7. 20 32. 44 

5.67 7.29 32.00 

-I' y) ( 0 ) (0 ■ 7 g) ^, i>';^b^i^X 

^'y ( 2 0 0ml ) ^■v:2mfm.'&Lts:f?t,i\m}^. ik 

{Z^y'} t]Y)V {V^uviA^y / ^9 : 9 7/ 
3) tttSLT, x-f-7^|4ti'fbJ<WWi«&fflV^TlSt 

[0087] 



N C 1 

6. 74 8. 53 

6.6 5 8.27 

V y y)V:ixj;i^)vv y sysfflu/c. 

[0089] 



N C 1 

6. 9 5 8. 80 
6. 82 9. 1 0 

mmmmm 1 1 mx-h o . iSAcosMt ut 5 - 

[009 1] 



N C 1 

6. 86 8. 68 

7. 07 8. 90 

mmtrnkm 1 1 mn-h 0 , isacob® t lt 6 - 
>c h y 7-^ 5 yJiKJi&fflv o 

[0093] 



N C 1 

7. 92 10. 02 
7.73 10.20 

C H N 

SfitHMt 68.77 7.0b 8. 91 
67.56 6.88 8. 77 

[0096] HSfiMl 6 : X^;H- (7-i?Pn-6 
-7;k:tn-2, 3, 4, 9— rh7bh-n-lH-y3 

-;^r;l.rKyy-l— >'i5'n7'^y;^r/P;K^>'ly- 

mammm 1 1 n«t-* d , igAosst lt 5 - 

7;i-5j-n- e-^'PP F yr^s y^rfflvv^, 

[0097] 
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Bl*j 2 5 1-2 5 2"C 

m^*^K ■ 

C H 
%imiS. 5 8. 5 4 6. 0 0 
%mmiS. 5 8. 3 3 5. 9 7 
[00 98] mmm l 7 : X^;l. 1 - ( 6 - 7;ki-0- 
2, 3, 4, 9-f-b5hFn-lH-/3-7:?;W*-|J> 

2 1 2~2 1 3°C 

mytmm : 

C H 
%tf-S:tt 6 1. 2 7 6. 2 8 

%mmm ei. 25 6. 28 
[0 10 0] mmmi a :xf-;n- (5, e-'j^n 

n-2, 3, 4, 9-Tb7bFn-l H-ZJ-j^/l-.-i^- 
M}^: 2 4 2-^2 4 3r 

C H 
%mMm 53. 5 8 5. 3 3 
%ll)itt 5 3. 4 9 5. 4 1 
[0 1 0 2] mSMl 9 :X^;H- ( 5, S-i^Vn 
t-2, 3, 4, 9-Th7bKn-l H-/3-;i5f;P^ 

Bl*: 183-184°C 

C H 
"oltmi 43. 8 9 4. 3 0 
"o^liJfl 4 4. 2 0 4.4 0 
[0 104] mm20 :X^;H- ( 6-^Pn-9 
-;^f-;^-2, 3, 4, 9-Tb5bb'D-lH-/3- 

11^5.: >2 6 0°C 

'mjm%^ : 

C H 
%ltS:fi 5 9. 5 4 6. 3 1 
%lliffltt 5 9. 8 0 6. 3 9 
[0106] |^ttM2 1 : X^/L- 1 - ( 6 - nn - 9 
-Xf-/k-2, 3, 4, 9-f-b7fc Kn- 1 H-/j'- 

gl*.: 2 3 1-2 3 2T: 

C H 
%tf-i:fi 6 0. 4 6 6. 6 0 
%lliffltt 6 0. 4 8 6. 7 3 
[0 108] »SM2 2 : X^;H- ( 
9-y<i-)l-2, 3, 4, 9-f-h7hFn-lH-/3 



N C 1 

7.59 19.20 
7.6 1 19.60 

mmmim\ 1 1 r«-cs> 0 . isa<7)s« t lt 5 - 

[0099] 



N C 1 

7. 94 10. 05 
7.9 1 10.38 

5 - X ^' n n b y 7°^ S ySKi^^fflV » 
[0101] 



N C 1 

6. 87 26. 07 
6. 72 26. 59 

mm%m\ 1 1 0 , iSAcoxst lt 4 , 
5 - i^yp^ h y s yjgKJg^fflv 

[0 103] 



N CI Br 

5.6 9 7.20 3 2.44 
5.6 9 7.3 0 32.00 

mmmm\ 1 ^; r«t* d , xsAcoa^^: lt 5 - 

[0 105] 



N C 1 

7.3 1 18.50 
7. 09 18. 38 

mmimm\ 1 1 r«t'* 0 , isac?)*® t lt 5 - 
^'nn- 1 -x^/phyr^sy^fflv-ifco 

[0 107] 



N C 1 

7.0 5 17.84 
7.02 18.11 

mmmmm 1 1 n«t* 0 . xgAosst lt 5 - 
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M}^: >2 5 0°C 



H 



%Mmm 6 3. 4 0 7. IS 
%mmm 6 2. 9 6 7. 6 2 

[0110] mmm2 s : >'^'n^>-?-;n - {6-7 

na-2, 3, 4, 9-f-b7t Fa- 1 H-zS-Xf/U 

UttWltO-fb-^ (4. Og) Sr^^yTb^-f vrn 
^^v-F (1ml) <7)#ftTt:'i^^'n'N.y^y-;K80 
11;;^ _: 2 0 8-2 0 9°C 

C H 
%ltS:fl 6 1.62 6.40 
6 1.42 6.50 

[0112] mmm2 4 : ^ yrn tvi 1 - ( 6 - ^ n 

n-2, 3, 4, 9-Tb7tKo-lH-/3-;^;k;l<' 

a* : 2 4 4-2 4 5T: 

C H 
%tf-»tt 5 9. 5 4 6. 3 1 

%m$m 59. 57 6. 2 9 
[0114] mmm2 5 ■. ^yi^jii- ( e -,;>< h^i.- 

-2, 3, 4, 9-Th9h Fn-lH-/3-^;l^d^'iJ 

ii* : 2 2 8-2 3 0°C 

C H 
%H-S:« 6 7. 5 2 6. 3 7 
%lli!ltt 6 7. 9 6 6. 4 9 
[0 1 16]^ffiM2 6 :^i-Jll - (e-^'PP- 
2, 3, 4, 9-xh7bKP-lH-/3-;i?;l.';}<'jy 

11* _: 2 3 2-2 3 3T; 



C 



H 



N C 1 

7.39 9.36 

7.17 9.06 

[0111] 



N C 1 

6.84 17.32 
6.6 5 17.17 

mmmmm 2 3 1 ^ttt-s> ^.mmtLxy^u^y 

[0 113] 



%ltl:fl 5 7.07 5.71 
%liailtt 5 6. 99 5. 5 4 

[0 1 18]»4M2 7 :^^;H- 

2, 3, 4, 9-T^5h^'D-lH-/3-;^^;^;^'yy 

11* : 2 0 8— 2 0 9°C 

C H 
%ltStt 6 1.62 6.6 1 
%Siitt 6 1.56 6.61 
[0 12 0] mMm28 : Xf-/H- {b-^Tir}- 



N 



C 1 



7.3 1 18.50 
7.19 18.72 

mmmmm 23 1 \m-ch 0 . ws. 1 1 -c mm\ 1 <^ 

MJjIr, UMtL'Z<y'J)V7)V::i~)Vim^-^tz. 
[0115] 



N 



C 1 



6. 56 8. 30 
6. 64 8. 77 

m^^fz. 

[0 117] 



N 



C 1 



7.83 19.82 
7. 50 20. 27 

i/mmm 2 e comi)^ i^muz. 

[0 119] 



7.98 10.11 
7. 88 10. 23 

2, 3, 4, 9-7"b7bFn- lH-/3-;^?;L'#yy 
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m^: 2 4 5-2 4 6''C 

C H 
%ltS:tt 6 0. 4 6 6. 6 0 
%9mm 6 0. 3 0 6. 5 2 
[0 1 2 2] »|«2 9 :X^;l/l- (6-^^00- 
2, 3, 4, 9-Th5bh'n-lH-/3-;^?;^;JfUy 

[0123] #Ji{i*S6M 1 1 l^ttT'J) 0 , mmt LT 
2 3 1-2 3 2T; 

C H 
%ltSfI 5 9.54 6.31 
5 9.63 6.32 
[0 12 5] «feM3 0 : Xf-/H - ( 6-.?PP-9 
-j<f-A-2. 3, 4, 9-f-h5t FP-1H-/3- 

^;P^'yy-l--<;l') z^^n^y:?y:^jUTr^^i^]y- 

m.: 1 13-1 1 5T: 

C H 
%tf-»tt 6 6. 5 6 6. 9 8 

%lliJff 6 6.23 7.1 6 

[0127] mmms i ■■ xf-zu i - ( 6 -.?< h^>- 

2, 3, 4, 9-Th5t Fn- 1 H-/3-^;l/4;'ijy 

ii* : 1 7 5-1 7 6'X: 

C H 
%t[Mm 6 3. 0 2 7. 2 1 
%lli!ltt 6 2. 7 2 7. 4 3 
[0 12 9]^ffiM3 2 : 1- (6-^'Pn-2, 3, 
4, 9-Th7bKn-lH-;8-;ir;P;KUy-l— < 

'^^^•ay9yfjH'n':ym 

l CO^t-^ft (is) ^ i< ( l 5rnl ) , X^'y-;!,^ 
( 3 0 ml ) , is Iti^' 1 mmiti- h U ( 5iiil ) 

M}^: >2 7 5°C 
aiTn*^^ : 

C H 
%t[Mm 6 3. 0 5 5. 6 2 

%mmm 6 2. 22 5. 6 7 

[0 1 3 1] ^]|ftM33 : 1- (6-^nn-9-;<^ 
11-2, 3. 4, 9-Th7bKn-l H-/S-;iif;l.';K 

gl*.: >2 6 0°C 

C H 
%i^S.M 6 4.05 6.01 



^u^^~fyi^:^)Ut'^>'U~h^:m\^ti, 
[0121] 



N C 1 

7.0 5 17.84 
7.0 1 18.24 

[0 124] 



N C 1 

7.3 1 18.50 
7. 08 18. 63 

mm2 9X'm\'^tiMmm\^^. 

[0 126] 



N C 1 

7. 76 9. 82 
7.49 10.28 

M2 9T-fflV.^caS^fflV>f^. 
[0 128] 



N C 1 

7. 34 9. 30 
7.17 9.14 

t^tjS?®?g&. 5 0°CT'10SfrBMt;^C. K 
JtMl^^J^aiL. IMC^HCI (5ml) ^mnbtz. 

[0130] 



N C 1 

9.19 11.63 

9.20 11.75 

^jiii{iii]!ffiM3 2 b wimx'h 0 . ixmmm2 0 

[0 132] 



N C 1 

8.7 9 11.12 
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%mmm 6 4. os 5. 95 

[0 1 3 3] ||fSM3 4 : 1 - (6-^'on-2, 3, 
4, 9-f-h5hFn-lH-/3-*;l/*'yy-l->f 

11* _: >2 6 0°C 

C H 
%itfffi 6 4. 0 5 6. 0 1 
%lliltt 6 4. 4 5 6. 1 3 
[0 13 5]»]6tM3 5 :l-(2, 3,4,9-Tb 
5bb'n-iH-/3-;^?;^.-jfyy-l-'f;^) i^^uy' 

[0 1 3 6] BijS: 2 8 0-2 8 1°C 

C H N 

%ft-gEtt 71.09 6.7 1 10.36 
%WSi^ 7 1.11 6.8 3 10.22 

[0 13 7]»M3 6 : 1- (6-^b^i^-2, 

3, 4, 9-Tb7bFD-lH-/3-;<?;^^Cyy-l 

^jiitinjffiw 3 2 1 nmx'h 0 . awt t-c^jifij 7 -c 

[0 1 38] : >2 6 0r 

C H N 

%tf-g« 67.98 6.7 1 9. 33 
%W&^ 67.96 7.03 8. 96 
[0139] UttMS 7 : 1 - ( 6 -1<^IV- 2,3, 

4, 9-rb7bFn-lH-y3-;<?;^;Ky>'-l— < 

^jiitinjs^j 3 2 i: mmx'h o . awt t-c^isfij 5 1?) 

[0 14 0]ii*:>2 5 0°C 

C H N 

%ft-gflt 7 1.3 7 7.1 1 9. 7 9 
X'mm 70.98 7.1ij 9. 58 

[0141] mmm3 s : 1 - ( 7 fn- 2,3. 

4, 9-f F7bFa-lH-/3-;^?;l/;l<yy-l— < 

mmimms 2 1 mx-h 0 . a«t lt^wj 1 a 

[0 1 4 2] iidS.: >2 6 0°C 



8.67 11.35 

mmtmrns 2 1 nwch 0 . m.t Lxmm2 9 
x-n^titz^-^^^m^^tz, 

[0 134] 



N C 1 

8.79 11.12 
8.66 11.50 

C H N 

;i£SfSlit 6 9. 5 8 6. 9 8 9. 5 4 
70. 10 7. 10 9. 54 

[0143] 9 : 1 - ( 6 -tert-yf-;l/- 

2. 3, 4, 9-rh5bl<'n- lH-/3-;!{?;^;i^"yy 

-i-^)V) i^^uyfyAJVTiiym. 

mj,mmm 3 2 1 ^«f* Lxmm 1 3 

[0 144] >2 6 0r 

C H N 

SfiS-gCfi 7 0. 1 3 8. 2 7 8. 18 
%Wm. 70.67 7.93 8. 29 

[0145] IISSM4 0 : 1 - ( 7 - b y ymuy^i- 
/I/-2, 3, 4, 9-7^b7bFn-lH-/3-*/l/4i' 

y > - y9\=t7fyii)VMym. 
mnmmms 2 1 nmxh 0 . K«t 1 2 

[0 1 4 6 ] M-i^f : >260X: 

C H N 

SfithSMt 57.33 5.36 7. 87 
^Hiailt 58.28 5.56 7. 86 

[0 147]^SiM4 1 :X^;H- (6-^'Pn-2 
-^^;P-2, 3, 4, 9-Th7bb'n-lH-/3- 

;^U;t^'y > - 1 ^-^oy^^yp^/k^i'^^-k-b 

X:57 y-;l. ( 2 5ml ) tHJfiM 1 ( 1 g ) 

WSSIC. H'^fLXf-'L (0. 3ml) fcilK'NaHCO 

3(0. 8g) immLtz. mm^mzx2Amw\Km 

i5i.Xf=J^uuyi.9y(Dm.-^Mzh->tz. tttij. Wk. 

hi.umm. w^immx-m^Ltz. x^-y- 

[0 148] 



1 7 0-1 7 l-C 
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C H 
%tf Stt 5 9.54 6.31 

%mmm 59. 2 8 6. 24 

[0149] llttM4 2 : xf-;l. 1 - ( 6 - ^' on - 
2, 9-i^';><f-/l/-2, 3, 4, 9— fb^tKn-l 
H - - ij y - 1 - ^ ) ^' n 7 y ;^?;P;i<=3f 

mH: 2 3 8-2 4 0°C 
»S7C«^tf : 

C H 
%tf-Stt 6 0. 4 6 6. 6 0 
%liailtt 6 0. 4 9 6. 5 7 
[0 1 5 1]»ftM4 3 :X^;H- (6-^'PP-2 
-^f-;k-2, 3, 4, 9-Th5bh'n-lH-/3- 

h 

14 5--14 6r 

C H 
%tf-S:fi 5 9. 5 4 6. 3 1 
%ll)itt 5 9. 2 8 6. 2 4 
[01 53]^M44 :X^;H- (6-^'on- 
2, 9->'';'<^;U-2, 3, 4, 9-f-h5bFP-l 

11*.: 1 og-c 

C H 
%lt*fl 6 7. 2 8 7. 2 6 
%lliltt 6 7. 2 6 7. 4 6 
[0 1 5 5]||]64M4 5 :Xf-;H- (6-^'OP-2 
-;^-?-;^-2, 3, 4, 9-Tb5bHD-lH-/3- 
;if;P;i<Uy-l--<7P) i'^'P'^^1^y;*;^^■^i^^- 

IIj;^.: 1 7 8~18 5°C 

'mjtmm ■_ 

C H 
%t\%{U. 6 1.31 6.86 
%lliJfl 6 1.36 6.77 
[0157] mm\A 6 : X^7^ 1 - ( 2 
2, 3, 4, 9-f b5bFP-lH-/3-;^f;k;J<yy 
-l-'f;!-) i/^py^?y;^f;^;if^i/V-h 

¥Ji{±»ii^j4 1 mwcM. mnt ixmmmaco 

[0 158] Wj^/. 14 2~144°C 

C H N 

%tfWm 73.05 7.74 8. 97 
72.66 7.7ii 8. 79 

[0 1 5 9]MSM4 7 :Xf-/H- (G-^h^y— 



N C 1 

7.3 1 18.50 
7.12 18.42 

mwmmmim 1 1 wirnvh o . swt Lxmmm2 o 

[0 150] 



N C 1 

7. 05 17. 84 
6. 90 18. 25 

m\mmmm4 1 1 mmx-h o . mwt Lxmmm2 9 

[0 152] 



N C 1 

7.3 1 18.50 
7.12 18.42 

mi±mm4 1 1 mmxh 0 . mt ixmms 0 

[0 154] 



N C 1 

7.4 7 9.46 

7.56 10.19 

[0 156] 



N C 1 

6.81 17.24 
6.71 16.89 

2-^f-;L -2, 3, 4, 9-Tb7b Kn- 1 H-/3 
Y 

mmmmA 1 1 nmh 0 . *® t Lxmm 1 n 

[0 1 60] it^Sj 1 24-1 2 5°C 

C H N 

%JhjFtt 70.15 7.6b 8. 18 

%*iaiii 7 0. 1 6 7. 6 4 8. 0 0 

[0161] |^iiM4 8 : XiJ-yP 1 - ( 6 V^iy- 
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2-p<^;l/-2, 3, 4, 9-f-h7hFn-lH-/3 

-Y 

^mammH i mmx-h^. mwt txmmms i 

[0 1 6 2] 11* : 1 1 3-1 1 4°C 

C H N 

%W*JWt 7 0. 7 6 7. 9 2 7. 8 6 
70.21 7.Sii 7. 75 

[0163] mmm4 9 ■. x.^/v i - ( 2 -Ky=j}p- 

M}^: 1 55-1 5 6°C 

C H 

%$mm 7 0. 99 6. 4 3 
xmmis. 7 0. 95 6. 5 1 

[0 16 5] «feM5 0 : 1 - (6-:7Pn-2-;<-f 
7I/-2, 3, 4, 9-Th7tFn-lH-/3-;^?;l^;J< 

M}^: 1 7 4-1 7 5°C 
a»7Cll^tf : 

C H 
XiYM-m 6 4. 0 5 6. 0 1 
%lliltt 6 3. 9 7 5. 9 5 
[0 1 6 7] llffiM5 1:1- (6-7nn-2, 9- 
>^';<f-;l/-2, 3, 4, 9-rh'5t Fo-lH-/i'- 

^ 'J y - 2 - -< ;^ ) D 7" ^' y t;? 4;' 

11;^: >2 6 0°C 

C H 
%t[Mm 6 4. 9 6 6. 3 6 
%liaitt 6 4. 4 0 6. 4 0 
[0169]^ffiM52 : 1- ( 6 -^^ PP- 2 
}i'-2, 3. 4, 9-Th7t b'P-1 H-/3-;iir;l.';J< 

yy-1— i'^p^yrS'y;i?;P;}<yK 

a* : 1 7 1-1 7 3r 

C H 
6 4. 9 6 6. 3 6 
%milHl 6 4. 5 9 6. 3 9 
[0 1 7 1] »ltM5 3 : 1- (6-i^PP-2, 9- 
=Jj(i-)U-2, 3, 4, 9-f b5hFP-lH-/3- 
:^)Ut'Uy-l--^)U) 'y9u^y9y:^)VTT^ym 
Ms^:. 1 9 7-1 9 8°C 

mmjmm : 

C H 
%tmm 6 2. 5 4 6. 9 1 
%milJtt 6 2. 8 3 7. 0 7 
[0 173] a4M54 : 1- ( 6 PP- 2 -^l-y 
'J)V-2, 3, 4, 9-xb5tFP-lH-/3-X?;l^ 



6-^PP-2, 3, 4, 9-f b^t FP-lH-y3 
-;^r;t'*'Uy-l->f;^) >'i?py;!'y;^?;L'rf<^i^^- 

[0 164] 



N C 1 

6. 62 8. 38 
6. 79 9. 08 

mmmmm3 2 1 ^^t-^ 0 . mt ixmmm4 1 

[0 166] 



N C 1 

8.79 11.12 
8.59 11.45 

mmmmm3 2 1 mmxh 0 . xst ixmmm4 2 

[0 168] 



N C 1 

8. 42 10. 65 
8. 18 10. 91 

^jiii(iii]!fSM3 2 b wimx'h 0 . mt ixmmm4 3 

[0 170] 



N C 1 

8.42 10.65 
8.2 1 10.77 

^mii.mmm3 2 1 nmv$> 0 . mnt Lxmrnim a 

[0 172] 



N C 1 

7. 68 9. 7 1 

7. 64 9. 99 

t^'jy-i—^/i-) i^'?u-j'^yf])Vif^ym. 
mmmim\3 2 1 wmh d . swt tT«]!ii5ij4 9 



(21) 12 001-72679 (P2001-72679A) 



Wj^: 1 7 8— 1 8 0°C 

C H 
%itS:fi 6 8.00 6.01 
%lliJtt 6 7. 8 1 6. 0 4 

[0 17 5] mmms s ■. x-^^n- [6-^^00-2 

- ( 1 H-^ iyv'~)V- 5 -^JlAJlt^-JV) - 2 , 
3, 4, 9-Th7hHn-lH-/3-;!&;^;i^Uy-l 

mmmico^t-^ (1. 84g) , N-byf-;KS;r 
V-JV-A-iDVif-vm ( 1 . 8g) . i^'^yrnhVU 

x^;i^rsy(i. 9 2ml) . j3j:t>'o- e^yyhy 

TV-;k-l— ^/l^) -N, N, N' , N' -^b^.>t 
f-;l.'T>nri'>ATb7 7;P^o4iV-h (1. 76 g) 
iSH?a^T'2 4 5#rBlJt#L;t„ 7K ( 5 0 Oral) T-« 

WM.; 19 5-196^ 
a»7C«^tf : 

C H 
%H-S:tt 6 8. 7 2 5. 7 7 
%ll)itt 6 8. 3 6 5. 8 0 
[0 178] llfSM5 7 :X^;H- [6-^^00-2 

- {2-^:^c~j\/f]jV^-.-)\') - 2, 3, 4, 9-Tb 
5bHD-iH-/3-^;k*'yy-l-'f;^] i^^'or 

11;^: 19 0-1 9 rC 

C H 
%tf-g:tt 6 2. 3 6 5. 2 3 
%liaitt 6 2. 4 3 5. 2 9 
[0 1 80] ||]fftM58 :X^;H- [6-^^00-2 

- (3-7n-<;P) -2, 3, 4, 9-Th7bh'P- 
lH-;3-7:?;l/;}<yy-l->(;P] i'^'PT'^y;^' 

JV^U^) Y^nv-^fz., 11* : 1 7 6-1 7 7°C 
[0181] SIttMS 9 : Xf-A'l - [6-^^00-2 
II* 2 0 4 — 2 0 5°C 

C H 
^H-Stt 6 3. 7 0 5. 1 3 
%lliltt 6 3. 7 8 5. 2 7 
[0 1 83] ||]|ftM6 0 :X^;H- [6-^^00-2 

- {4-j<h^iy<yy'4Jl) -2, 3, 4, 9-Th 
5hFD-lH-/3-X?;l-*''Jy-l--f7l-D ^-^OT" 

1 6 9-1 7 0''C 



[0 174] 



N C 1 

6. 89 8. 72 
6.9 1 9.30 

i;xf-;^x-f■;^-slbK*^g^!t^J*T■?l^s&|g||{b§ 
■t^t. fm^tifz±ii^mp^m^tifc. iji^^i : 170 
-1 7 i°c 

[0176] mmms e 1 - ( 2 -^yv^)v 

-6-i?no-2, 3, 4, 9-Tb5bFo-lH- 

/3-;?!>;i/;jfyy-i-^/u) >'^x3yi>y^}Viii^>'V 

-Y 

mm±mmm sst mmTh o.is^tLTN-byf- 

[0 177] 



N C 1 

6.4 1 8.11 
6. 26 8. 07 

[0 179] 



N CI S 

6. 32 7. 24 8. 00 
6. 30 7. 1 7 7. 98 

- (4-^PP'<yV-<;P) -2, 3, 4, 9-Th7 
hh'n-lH-y3-;^f7P;}fyy-l— v-^'nT'^ 

¥)iB{i^]!ffeM 5 5 i: iHiat-* 0.lr«StLT3-;?Dn 

[0 182] 



N C 1 

5.94 15.04 
5. 95 14. 69 

mmmmm 5 5 1 isi^t-^ o.is^ttT4-^h=3f 

[0 184] 
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C H 
%tfStt 6 6. 8 8 5. 8 3 

%mmm 6 6. 92 5. 92 

[0185] mtme 1 : Xf-;l- 1 - [ 6 -7"o^- 2 

- O-yn-^Jl) -2, 3, 4, 9-T-b5bKn- 
1 H - /3 y y - 1 - ^ ] ^' o 7"^' y:^)^^^ 

WA:. 1 7 8-1 7 9°C 
Wi^Ttmm : 

C H 
%tf-Stt 5 8. 6 1 4. 9 2 
%liailtt 5 8.61 5.11 
[0 1 87] ||fSM62 :X^;H- C6-^'PP-2 

- ( 2 - b° y i^=L)U:^)V:f.~)V) - 2 , 3 , 4 , 9 -f 
h^bFn-lH-zS-^if/l^rKyy-l— ^^l-] i/iS'n 

1 6 6-1 6 7r 

C H 
%tf-S:fi 6 5. 8 3 5. 5 2 

%mmm 6 5. 71 5. 6 7 

[0 1 89] ^M6 3 :X^;H- { 6-^^00-2 

- [ (4-jj-dfy-4H-h°7y-2->f;U) 
;P]-2, 3, 4, 9-Th7bh"P-lH-/3-;)ir;P 

11*.: 1 5 3-1 5 4T; 

C H 
%lt»l 6 3. 3 7 5. 1 0 
%lliltt 6 3. 3 8 5. 1 7 
[0 1 9 1] II64M6 4 :Xf-;H- [6-^^00-2 

- (3-ty>'-;^;^';l'*-;^) - 2, 3, 4, 9-t 

h7bKP-lH-y3-;)ir;P^yy-l— ^^l-] i^i^P 

11.1;^.: 1 8 4-18 5°C 

C H 
%$mm 6 5.83 5.52 
%lliJtt 6 5.91 5.61 
[0 19 3] mmme 5 : X^^H - C6-^'nn-2 

- (2-b°5i^-;k;^';l/;l^'::^;l^) - 2, 3, 4, 9 -f 
h7bFP-lH-y3-;ir;W;ify>'-l— i^^p 

Mj^: 1 6 7-1 6 8°C 

mijtmm : 

C H 
%$mm 6 2. 9 4 5. 2 8 
%milJtt 6 3. 0 4 5. 4 0 
[0 19 5] a4M6 6 :X^;H- C6-^'PP-2 

- ( 2 -ey 5 - 2 , 3 , 4 , 9 - 



N C 1 

6. 00 7. 59 
6.0 2 7.5 5 

I^S^i;L•C3-7P^;^^^y 
[0 186] 



N Br 
5. 94 16. 95 
5. 77 16. 92 

mmmmm 5 5 1 nmx-h 0 . i<^t t r 2 - e y 

[0 188] 



N C 1 

9. 60 8. 1 0 
9. 58 8. 29 

mmtrnkm 5 5 1 nmx-h nr^ttxA-i^^v 
-4 H-t^y- 3 -ijiiTf^ymim\^fz. 

[0 190] 



N C 1 

6.16 7.79 
6. 08 7. 96 

mmimm 5 5 1 ^a-c^^ 0 . tr^t lt 3 - 1 y i^- 

[0 192] 



N C 1 

9.60 8.1 0 
9.53 8.1 0 

^W}mmm 5 5 1 nrnxh d . i.^ t t-c 2 - i-' 

~)V:^)mym^m^^tz. 
[0 194] 



N C 1 

1 2. 76 8. 08 
1 2. 86 8. 03 

f b7bFp-iH-/3-^;i/#'yy-i--Y;L'] i^^ 
uy^yfjiv^f^^iyv-Y 
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mmmmm 55 1 mx-h 0 . M^fc lt 2 - u y s 

m.:^: 1 5 8-1 6 CC 

C H 
%imm 6 2. 9 A 5. 2 8 
%9mm 6 2. OA 5. 3 0 
[0 1 9 7] »|«67 :X^;l/l- [6-^^00-2 

- ( 5 --f V:^^^''/^)lVfnVii'^-)V) -2, 3, 4, 
9-f b7h Fn- 1 H-y8 -;*f;PrKy >- 1 — 

1 6 6-1 6 7T; 

mMTimm : 

C H 

%imm 6 1.76 5.1 8 

%^i|llfl 6 1.80 5.24 
[0 19 9] MfeM6 8 :Xf-/H- C6-^Dn-2 

- ( 4 - 1° U >--il :^)l :r^-il ) - 2 , 3 , 4 , 9 
h^hKn-lH-yS-j^tf^l-^'yy-l— ^^l-] i^i^P 

a*: 2 0 5-2 0 6T: 

C H 
%tf-»tt 6 5. 8 3 5. 5 2 
%lliJtt 6 5.85 5.52 
[02 0 1 ] mmme9 :Xf-;H- C6-7'n^-2 

- ( 5--<y:t^WJ;i/7:?;i/4<-;i^) -2, 3, 4, 

9-Th7t Kn- 1 H-/3 -;^?;l/^y >- 1 — 

11;^ _: 1 7 0-1 7 rc 

C H 
%tf-i:tt 5 5. 9 4 4. 6 9 
%lli!ltt 5 6. 0 2 4. 7 3 
[02 03] ^ltM70 :X^;H- [6-^^00-2 

- ( 1 H-h°o-;l^-2--f;l^;^;l';l<-;^) -2, 3, 
4, 9-Th7bFn-lH-/3-;{?;^;Ky>'-l— < 

2 0 9 — 2 1 0°C 

mMTtmm : 

C H 
%t[Mm 6 4. 8 6 5. 6 8 
^Sliltt 6 4. 8 9 5. 7 3 
[0205] mmi 1 :X^;H- {6-^nn-2 
-C2-(1H-1, 2, 3, 4-Th7Ty'-7P-l 
T-b^;U] -2, 3, 4, 9-Th5bKn- 
lH-/3-;!>;p-4i-yy-l->f;K >-^'oy^y;^f;k;Jf 

1 2 3-1 2 4''C 



N C 1 

1 2.76 8.08 

1 2.72 8.1 1 

[0 198] 



N C 1 

9. 82 8. 29 
9. 74 8. 33 

mmmmm sst nmx-h 0 . tr^t tr 4 - u y 

[0200] 



N 



C 1 



9. 60 8. 1 0 
9. 53 8. 07 

#)i(i«M5 5 1 nm-ch 0 . mmt ixmmm2cD 
UMtixmmmeimmm^^fz, 

[0202] 



N 



B r 



8. 90 16. 92 
8. 72 16. 67 

mimmmm 5 5 1 ^mxh 'o.MMtLxiii-2- 

[0204] 



N C 1 

9. 87 8. 32 
9. 76 8. 48 

mimmm 5 5 1 wimx-h 0 . is^ t t-c 2 - ( 1 h 

-1, 2, 3, 4-ThyTY-fl-l--(fl-)mmi 
[0206] 
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C H 
%tf Stt 5 6.95 5.23 

%mmm 57. 22 5. 3 6 

[02 07] mtmi 2 : xf-;l. 1 - { 6 - ^ nn - 2 

- C ( 1 -^i^Jl- 1 H--f S^V-/L -4-'f;l/) :^ 
)Pt^~)V'}-2, 3, 4, 9-f-h5b Fn-lH-/3 

m>li:. iso-isrc 
Wi^Ttmm : 

C H 
%H-Stt 6 2. 6 5 5. 7 1 
%liailtt 6 3. 0 2 5. 6 7 

[0209] mmmi s jh-jv ( i r ) - 1 - c 6 - 

^'nn-2 - (lH--fS f'\r-)V -5--i )VA)V .-it- 
}V)-2, 3, 4, 9 -r h 5h Fn- 1 H-/j 

14 0-142T; 

C H 
%tf-Stt 6 1.90 5.43 
%^aitt 6 1. 7 1 5. 5 2 
[02 1 1] ||]fftM7 4 :X^;K1S) -1- [6- 
^^00-2- {\n-4%^y-)V-5-^)VijJVif^- 
)V)-2. 3, 4, 9-Th5bFD-lH-/3-;<?;^ 

11*.: 14 0-142^ 

mitmm : 

C H 
%H-mtt 6 1.90 5.43 
%liaitt 6 1.43 5.58 
[0 2 13]^M7 5 :X^;H- {6-^^00-2 

- C (l-)<^)V-lYi-4 ij 
)Vif^-)Vl-2, 3, 4, 9-T-h7hh'P-lH-/3 
-il)Vmy-\-AM '^^U^^Vij)Vif-^'^V- 

Kl* : 2 0 3-2 0 4''C 

C H 
%ltl;tt 6 2. 6 5 5. 7 1 
%lliJtt 6 2.71 5.74 
[0 2 15] ^tM7 6 :X^;H- { 6-^^00-2 
-C {3-:A^)V-\\{-A^'f-/~)V-A-A)V) ii 
)Vif^=,)V^ -2, 3, 4, 9-f h7bFa-lH-/3 
-ij)Vmy-\-A}V) 'y'Pu^^Vij'lVifs^'yV- 
11* : 1 6 1 — 1 6 2°C 

'mjtwm : 

C H 
%ltStt 6 2. 6 5 5. 7 1 
%^iitt 6 3. 18 6. 2 1 
[0 2 17] l8ftM7 7 :Xf-/H- { 6-^'nn-2 



N C 1 

18.97 8.00 
1 7.86 7.26 

1- 

mm±mm\b 5 1 iiii-c* 0 . ant lt 1 -^^/^ 
[0208] 



N C 1 

12. 71 8. 04 
12. 61 8. 02 

X^'yiVijvh. (CHIRALPAK AD) tM^A-fht. ^iJS 
[02 10] 



N C 1 

13. 12 8. 30 

1 2. 82 9. 02 

[02 12] 



N C 1 

13.12 8.30 
1 2. 79 8. 35 
F 

mmmm^ 5 1 ^mxh 0 . i<^t t-c 1 

-lH-< S^^y-;P-5-;^;P;}<yS&ffll^fc„ 
[02 14] 



N C 1 

12.71 8.04 
1 2.73 8.1 9 
F 

^JiK(i»feM5 5 1 ^tt-Cfe D . IS^ t LT 5 
- 1 H-^ S^^y-;P-4-;^;l/*>igS:fflv^3^c, 
[02 16] 



N C 1 

12.71 8.04 
1 1.93 7.52 

- C (4-.'<-f/L'-l , 2, 3-f-Ti>'rV-;l^-5- 
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Afl'^n-Zl':} -2, 3, 4, 9-fb5tKn- 
lH-/3-;ir;k*"yy-l-^;K i'^'oy^y;^r;k^" 

#)i{±ll]IS^J 5 5 t ^Kf* D . M^i: LT 4 
11* _: 1 6 2-1 6 3°C 

C H 
%itfffi 5 7. 5 7 5. 0 5 
%^iltt 5 7. 4 9 5. 0 5 
[02 1 9] llffiM78 :Xf-;H- C6-i?nn-2 
-(1, 2, 3-f-T>?7V-;^-4-'f;^;?J;^:Jf- 
7P]-2, 3, 4, 9-fb5hFn-lH-/3-;*;U 

2 2 4-2 2 

C H 
"oltSffl 5 6. 6 9 4. 7 6 
5 6. 9 0 4. 9 6 

[02 2 1 ] mmmi 9 ■. :s^i-)v i - ( 2 -r^i-jv- 

6-i?nn-2, 3, 4, 9 -fh^b b'n- 1 H-/3 
h 

2 1 8-2 1 9T; 

C H 
%lta:tt 6 4. 0 8 6. 18 
%lliitt 6 4. 0 6 6. 3 0 
[0 2 2 3] HtlMSO :Xf-/H- (2-T-fc-^/L- 
6-;< b=¥i.'-2 , 3, 4, 9-xb7fcKo-lH- 

[02 24] itiS.: 1 80-1 82T: 

C H N 

%ft-#flt 68.09 7. or 7. 56 
68.18 7.28 7. 56 

[0 2 2 5] l^ftMSl iXf-ZL-l- C6-^b^>^- 
2- -2, 3, 4, 9-rh7bKn 

- 1 H-/3-7^;l/4^'Uy- 1 ->f;l/] i^i?n7'^y;^';l' 

mmimm 55 1 nmx-h ^.mt txmmm 1 ^ 

\ 1 9 5-1 9 6°C 

mmjmm : 

C H 
%t\%\U 6 4. 7 1 5. 4 3 
%mMm 6 4.61 5.55 
[02 29] »SM8 3 : 1 - ( 2 -T-fe^^l— 6 
nn-2, 3, 4, 9-xb5b Fn- 1 H-/3-X?;l^ 



-1,2, 3-i-ri^rY~)v-5-fi)Vir^>m^m^-^ 

[02 18] 



N CI S 

1 2. 21 7. 72 6. 99 
1 2. 05 8. 04 6. 93 

#jii(iiittM 5 5 nmx'h nr^tLxi, 2, 3 

[0220] 



N CI S 

1 2.59 7.97 7.2 1 

1 2.28 8.00 7.1 3 

[0222] 



N C 1 

7. 47 9. 46 
7. 34 9. 45 

ft^tr*] ^r.|ii:^^:L-C2-7P-<;P^nyh-&fflv^fc. 
[0226] iti^f: 14 9-1 5 0°C 

C H N 

^tMFIS 68.23 6.20 6. 63 
^Hiailt 68.21 6.3^ 6. 66 

[0227] ||SiM82 : X^;H - C6-i?Pn-2 
- (2-7P-f;l') -2. 3, 4, 9-Tb7bKP- 

1 H - /3 - t:?;^';];- y y - 1 - /L- ] ^ p y y X? 

¥^Wi»SM5 5 1 iBlttf* ^r^mtLX2-7u4 
[0228] 



N C 1 

6. 56 8. 30 
6. 54 8. 29 

mmmim\ 5 5 1 wmh 'o.wst txmmm 3 2 
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Wj^: >2 5 0°C 

C H 
%itS:fI 6 2. 3 4 5. 5 2 

%mmm 6 2. 12 5. 6 9 

[02 3 1 ]||ftM8 4 : 1- ( 2 -T-te-fyl - 2 , 

3, 4, 9-Tb7t Fo- lH-/3-X?;l/;i^yy-l 

mmimm 55 1 mmvh 0 . ast t-c^ttM 3 5 

[02 32] iJU;^.: 244-246t: 

C H N 

%ft-#flt 69.21 6.4b 8. 97 
69.03 6.70 8.69 

[0 2 3 3] mmmSS ■. 1 - (6-:7pp-2, 3, 

4, 9-Th7t Fn-lH-/3-^;L t;-yy-l --f 

i^':t^-ify (2 0ml) . 7k ( 2 0inl) . t3j;DflM7l<S 

^ti- h y '^Ajgiffi (1 0 ml ) izmmm 1 c^-ft-^ft ( 1 

g) *#tfMc, 0'■CTtert-7'^;^t^;^^;^;^':t^- 
2 2 9-2 3 or 

C H 
%lta:tt 5 6. 4 8 5. 6 3 
%miW 5 6. 3 0 5. 6 5 

[02 3 5] mmms e ■. tert-y-f ;f 1 - c 1 - ( r 
sy::^?;^^'-/^) ix^'n7'f-;i/] -6-^'oa-i, 

3, 4, 9-fh7bFn-2H-/3-;ir;P#'yy-2 

C H 
6 2. 4 5 6. 4 9 
%^iltt 6 2. 5 3 6. 5 3 

[0 2 3 7] HUMS 7 :X^;H- [1- (TS/;^ 
>-^'n7->;I/] -6-?'nn-l, 3,4, 

^y^-^ 

-rb^bKny^y (5 0ml) j;t/N -^f-/P^/l^* 

u y ( 0 . 5ml ) {zmmms 2«€^ (is) ^-^tf 

i?nDdf^x^;KO. 3ml) , iii:t2 8%7i< 
gl*.: 2 0 0-2 0 it; 

C H 
%tf-i:fi 6 0. 7 2 5. 9 0 
%mBlJtt 6 0. 4 9 6. 0 0 
[0 2 3 9] »SM8 8 : 1 - ( 6 PP- 2 
!l-2, 3, 4, 9-f b7bFP-l H-/3-;^';k;J< 
yy-1— ^/k) >'^P7'^y;*';PrK^-ifS F 



[0230] 



N C 1 

8.0 8 10.22 
8.0 1 10.25 

h (0. 8g) ^iiJPL/-^. mmKH^^^fztk. 

TlifflUcf^. #^>n/;aS&TF7bFn77y (5 
0ml) t3j;iyrN-;><f-;^^;V*Uy (0. 5ml) f#«? 

Lfc. is^!iij^-io°ct}^aiL^a. ij'ppdfigx^ 

/KO. 3ml) <Xt3 2 8%*ig^bry^-^i.?§fS 

(0. 2mi)^»Lf^„ 1 2mmRm$^tzti. mm 

^'St:Lfz. mz. 'mM:7\(./iy9'nn:^i^y)^-tsmz 
^cfl. Sf^SrX:i?y-;l.j5j:t^'x-f;HtMbK«i^i§ 

[0234] 



N C 1 

1 2. 35 20. 84 
1 2. 07 20. 81 

[0236] mA \ 2 2 9~2 3 or 



N C 1 

1 0. 40 8. 78 
10. 12 8. 80 

W!cry^~'^mm ( o . 2mi ) ^ - 1 o°c«nL 
fz. \ 2nm.m^td{k, mm'st^L. mznm 

TR/y^'pp^^yM-^tt-o/c, r^yf-i^a 
>\ aXV^mETTCO^I^zXr). "fm^tifz^ 

mwmi^tifz. 

[0238] 



N C 1 

11.18 9.43 
1 0. 82 9. 29 

^mimmms 1 1 nwch 'o.mt txmmm 3 3 

[0240] 
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Bl*j 1 2 9-1 3 0"C 

m^*^K ■ 

C H 
%9mm 6 4. 2 5 6. 3 4 
XmmiS. 6 4. 0 3 6. 4 3 
[0 24 1]||!tM8 9 : 1- ( 6 OP- 2 
7I/-2, 3, 4, 9-f-b7bFn-l H-/9-;^f;k;J^ 

OjC-^ftSrfflV^^^^ M : 1 7 5-1 7 6°C 
[0 24 2] l|]6tM9 0 : 1 - {2-}<^)V-2, 3, 
4, 9-f h7hKn-lH-y3-;*;U;i<yy-l-^ 

II* _: >2 6 0°C 

C H 
%Mfmi. 6 1.54 5.47 
%lliltt 6 1.36 5.61 
[0245] »M92 : 1- (6-^'nn-2, 3, 
4, 9-f h^bb'n-lH-yS-;^?;^;^';^-!— < 
-N- C2- (>''.>«^;^7Sy) x^;!^] i'^DT' 

11;;^ _: 2 2 9-2 3 l^C 

C H 
%lt»tt 5 3. 6 4 6. 5 3 
%MIJfl 5 3. 1 3 6. 3 9 
[0 24 7] mm9 3 : tert-7-f 6 - DD - 1 
- C 1 - ( { [2 - (i>';<^;Pr5y) x^^l-] rs 
y) v-i^nr-f/l^] -1, 3, 4, 9 -r 

h7b Fp - 2 H-/3 -;<?;^;Ky y- 2 -ij)Vifsi^l/V 
\ 8 4-8 5X: 

WAimm : 

C H 
%ltSfi 6 3. 2 1 7. 4 3 
%liaiKi 6 2. 7 2 7. 18 
[0 24 9] IIISM9 4 : l-(2- (tert-7>dfi^ 
f)}VTf.-lV) - 6-J<i'fU-2, 3, 4, 9-Th7b 
Kn- lU-0-:^)Uirojy- i -■<;P]i/-^'p7':?'y 

mmm s 7 Tmntzit^ ( e . 5 g ) ^ =M^^y 

( 5 0 ml ) ilX 1 M7|cK^|:-f h y '^A^ ( 2 5ml ) 

tert-7'^;L'b°P;!S?;P;}f:t^-h (5.5 
2g) ^mant/c. iiHiaJKT'2 0B#raKJtE§-^f>:f*. 
Sex^/P ( 5 Oral ) feilX* ( 1 0 Oral ) Sr^tlt. 

^^tKHS04^§^«^fflv^TSJ^;^M^!f%^pH2 . 3^® 

[0 2 5 0] US : 2 1 7 — 2 1 8°C 



N C 1 

13.22 11.16 
12.47 11.09 

fz. Bl*: 14 5-146°C 
[0243] Iltt«9 1 : 1- ( 2 6 
PP-2, 3, 4, 9-fb7bh'P-lH-y3-;!if;l^ 
^Jfjy-l— i/i!'p:/^'y;*;^;}^^ifSH 

[0244] 



N C 1 

12.66 10.68 
12.26 10.75 

mmtmms 5 1 nmxh 0 . wmt Lx^mitry 

^:i'>Ai7)#*)'5t2- (N, N->'';<f-;^r S / ) x 

^)VT^y^m^-^fz. 

[0246] 



N C 1 

12. 51 23. 75 

12.31 24.35 
-h 

[0248] 



N C 1 

1 1.79 7.46 
1 1.63 7.52 

C H N 

Sfit^Stt 6 8. 73 7. 34 7. 2 9 
%^tt 68.42 7.28 7. 18 

[025 1]^SSM9 5 : N- C2- {=J^i-)Vr^ 
J) -1- {e-^V^iy-2-yii-)V-2, 

3, 4, 9-T-b7bh-p-lH-y3-;if;i/;KUy-l 

^'^^^■^y:^!VTfsi^^^Y 
^mt. i<^<nn , N - ( >-';>< ^/PT S y ) X^;i^ 

rsy«#ftTT\ »fi^j4 7w^tM^&jpiiMiat-i. 

[02 52] 18 7-1 8 8°C 
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C H N 

S^ft-gfi 68.72 8.39 1 4. 57 
68.48 8.3 1 14.52 

[0 2 5 3] llttM9 6 : xf-;H - { 6-^nu-2 
- C ( 3-t°yi^--;L'TSy ) -2,3, 
4, 9-f-h5hFn-lH-/3-:^;P;i<yy-l— f 

h;kxy (6 0ml) (it<^)3-l^V'JjV':^JV':i'^-JV'T=JV 
(0. 9g) ?FJgtt»ffl^-cm^3 0^S»SL^ 

*^'A>jti»L!t. iM-^&jaffljasi:T'MLyiM, mmm 
(6 0ml) t'#f?tT. :Lix[zmMLfz. mm^'Sk^ 

11* : 12 6-1 2Sr 
[02 54] »IM9 7 : tert - 7'f-;L 1 - ( 1 - 

f-;k) -b-;<^}V-l, 3, 4, 9-Tb5bb'n- 
2 H- /3 y y;^^;^;^'df i^U— b 

>;7x-;^4^:^*y;^T>''H (3. 3ml) , hUx^;!^ 

rsy ( 2 . 1ml ) . iii.ifKyi;}vr}V-=i-}v ( 5 . 

2111I) ^cr)mm9AX'^%hKfzit^{2. 8g) & 
L 5r Jufi L /"^ , Mf* t y ^ ^^vw ^/ o v b ^ 
77-<- (ix^an;^^ y/^^y-;l/) t#LT, 

ij s fifzm.^ki:mt h^t & tz . 

[0 2 5 5]ii^: 2 19-2 2 or 

C H N 

SfitHMt 71.14 7.20 8. 58 
70.38 7.1 7 8. 16 

[02 56] ^]fftM98 : 1- ( 6 2 , 3, 
4, 9-f-h7bKP-lH-y3-;*;PrKyy-l— < 
2 4 5°C 

C H 
6 6. 3 5 8. 4 5 
%lliJfl 6 6.80 8.37 
[02 6 1 ] mumi 0 0 : x^7H - (6-^nn- 
4, 9->^bbn-3H-/3-;^f;t';lfyy-l-'<;k) 
a 7"^ y;^^;^;!^'^^ >- 

^tt^j 1 ^zm^^titzru V ^-Mz^'.xmmm 

MA:. 14 1-14 2°C 

mmjmm : 

C H 
%t\%\U 6 5.3 5 5.79 
%milJtt 6 5. 3 7 5. 7 6 
[0 2 6 3] mUmi 0 1 : X^;H- (6-^0^- 
4, 9->''hKn-3H-/3-;^f;I/rKyy-l— </P) 



[02 57] XfgAl : 7x-;H- (6-;^-f;l/- 
2, 3, 4, 9-f-b7h 1 H-zS-Tif/L-^J^yy 
-l--i}V) > ^'n7''f^Jl:^JW<?(-h 

mmm 9 1 -z:\^^Aifz\Y/^'m ( o . 9 g ) & , s^ftj^^ 

*«^?aAr/-^ii-rt'l>BMx^;l' (5 0ml) tj«ML 
m#rfR«^1i:fca. ffML/sMS^^EtiL, i^x 

ifWmiifz. 

ilUS: 244-245°C 

[0258] ISB 1 : 1 - ( 6 -y^f-Zt— 2,3, 
4, 9-f-h7t Hn-lH-y9-;^?/t'rf<yy-l— f 
;P) ^^n7'^yrSy«HJS 

ISA 1 x^^.KtzWL-^^ ( 0 . 5 g ) x^-y-zi. 

( 5 0 ml ) ^ \{y%)xyV^K -ffitt^OffitTT-. 
«cOf^, «S^>^x^/l.x-T;U36^^,|g^bt-'l.t. 

if s tifz'^m^ifn.m s n^t „ 

ilU^i : 1 8 or 

[0259] IISfiM9 9 : 1 - ( 6 -tert-7'f■;^- 
2, 3, 4, 9-Tb7bbD- lH-/3-;<?;^;fsyy 

^jiiKiiijfSMg 4 . ^ife^j9 7 . ^mzmm 9 8<?)is 
Aifcit/BitR^T'S^o. W9±y^xmm-i9<n 
'fcmh^m^^fz. 

[0260] 



N C 1 

12.58 10.62 
1 1.96 9.9 1 

fzisy, *^7j<«fl;^b y^A«{tffltJ:^3i7U«fi$|I 
U\i:mh^£-b-'i-tz. 
[0262] 



N C 1 

8.47 10.72 
8.44 10.94 

mmmim\ 1 0 0 1 ^mxh d . Lxmmn 
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M}^: 1 3 2— 1 3 3°C 



H 



%Mmm 5 7.61 5.10 

%mmm 57. 6 4 5. 22 
[02 6 5] mmm 102: x-f^i/ 1 - ( 4 , 9 - 

Fa-3H-/3-7^;l/#|jy-l-^yl/) i-^'uT'^y 

#)iii{±ii]iti?ij loot mm-ch 'o.mmt ixmmma 

[02 66] iJU;^.: 1 2 1-1 22t: 



H 



N 



%ft-#flt 72.95 6.80 9. 45 
72.88 6.93 9. 48 

[02 67] mmmi O 3 : x-f-;H - ( e-;-*-?-;!/- 
4, 9->t Fa-3H-/3-;^;P;lfyy-l->f;P) 

mmimm 1 0 0 1 iBia-cS) d . sKt t-cuftMs 

[0 2 68] Bl* : 1 0 1-1 0 3X: 



H 



N 



73. 5 2 7. 14 9. 0 3 
73.56 7.23 8. 93 

[02 69] HfSMl 04 :X^;H- (6-.J<b^i^ 
-4, 9-i^'hKo-3H-/3-^;l';J<yy-l--< 
ii* : 1 1 5-1 1 6°C 

C H 
%t[Mm 6 6. 9 4 6. 4 6 
%lli!ltt 6 7. 8 2 6. 6 2 
[0 2 7 3]^ffiMl0 6 :X^;H- 
-9H-/9-^;^^KUy-l —f^l-) i^i5'n7':?y;!ir7P 

1 0%y^y=J^J.-'im^ ( 0 . 2 5 g ) «#ftTT'^ 
i^L-y ( 1 0ml ) tf. SJfiW 1 0 4tO'fl^-^ti5 (1.5 

Mxf-;l. : 8 0/2 0 ) t i D^-ffl^tl^c^fe^!^;^^* 
m^ilfz. 

[0 2 74] 11* : 1 2 8-1 2 9T: 



C H N 

70. 35 6. 21 8. 64 
70. 36 6. 22 8. 63 

[02 7 5] mmm loi ■. j^^jv i - {9^-0-^1 

m^.:- 1 3 1 — 1 3 2°C 



N Br 
7.46 2 1.29 
7.4 5 2 1.0 5 

mmmmm 1 0 0 1 nmxh ^ . m.t ixmmmi 
x-mutzmmtim^^tz. 

[0 27 0] M^Sj 2 2 9-2 3 0°C 



H 



N 



6 9. 9 2 6. 79 8. 5 8 
69.51 6.63 8. 33 

[027 1 ] mmm 105 ■. xf-;l. 1 - ( 6 -^nn- 
9-x^;P-4, 9-'Jt.¥a-3U-/3-:^Jl^:uy 

^)mm%w\ loot ^mxh 0 , aMt \.xmmm2 
ixm^^fim^^m^^fz. 

[0272] 



N 



C 1 



7. 81 9. 88 
7. 85 9. 94 

mmmm\ 1 0 6 1 nm:h d . aMt lt^mm 1 

0 2<?)^b-^!f?jS:ffl<.^3^Co 
[0276] M-'S: 144-14 S'C 



H 



N 



%t]'^flt 73.45 6.16 9. 52 

73.51 6.22 9. 20 

[0277] UliMl 0 8 :Xf-;|/l- (6-^'00- 
9-x^;l.-9H-y9-;^?;P;tfjy-l->f;^) i^i?p 

■:f^yi])Vifs^i/V~Y 

mmmmm 1 0 6 1 rst* , a^t lt^mm 1 

0 5<?){b-^!f%^ffll,^/c„ 
[0278] 
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C H 
6 7.32 5.93 

%mmm 6 7. 19 6. os 

[02 79] mtm 109: 1 - { 9 n-B-:^Jlt^U 

mmtmiWi 3 2 1 nm-ch 0 . sKt Lxmm 1 0 

[0 2 80] iluS.: 1 1 5-1 1 6°C 

C H N 

Sfiffl-Se 7 2. 1 7 5. 3 0 1 0. 5 2 

71.58 5.36 10.38 

[028 1] l l O : l - { 9 W-^-^JViii^) 

y-i --ijV) -N- C2- {'J^'^JVTS.J) xf- 

::^j!afJ(7)N, N- ( y T 5 ./ ) xf-/Wr 5 y<7)^? 
4Tt-\ »fiMl 0 7c7)fl:M5!i^jDWI-ri>ii:t:J: 

[0 2 82] HffeMl 11:1- (6-;^b^i^-9H 
-/3-;<?;^^Cyy-l->f;^) -N- [2 - i'Jjt^Jl' 

^ji{±ii]!fSi?iji lotmmx'h'o. mtixmmmi 

Bi * : mmmMk 

[0283] mtkm 1 1 2 : 1 - ( 6 - h ]<u^->-9 
n-l3-t)Vir^^)y-l-A)V) -N- C2- (i^'.><f- 
^L-r^y) x^;!^] i^9vi~f^yi})VTf^i^^^Y 

mm\i 5kz^^ixtzm-x'mmi i i^^t-^ifis^ 

i!* : 1 8 2-1 8 3T; 

[0 2 84] ^Ml 1 3 : X^;H - C6 - (bU^ 
;l'jj-p;<-f;l') -2, 3, 4, 9-Th7bh"P-lH 
-/3-;^;L';i^Uy-l--<;P] i^^'P7'r5'y;if;P;}<^^ 

[0 2 8 5] ISA : 2 - C4 - ( h U x-?-;l'>-y 
-3-7>-;l^] -IH— ^y-O-K-zl^-l, 3 (2 

H) -i^i^y 

i^^f-}Vt^}VJ^T^Y ( 5 Oral ) cf'W ( 4 - h 'Jx^/L 
ix5-;|^7-^?-3-^y-l Yi^V-V (1 
08 g) S:, ^'.X^yk^^^l'ATS F (4 5 Oral) \,zy9 
)V^^Y:f)'}^J^ {12. 3 g ) ^-^tf^Mt^SnL 

ifz. mmi 1 / 1 9 y/^m^mz 
to. tttiit. ^^u. ^mt. m^x-wM-ttb. 

[0 2 86] IgB : 2-[2 - C2 - (hUx^yl^J/ 

- 5- (Fy7;l/:tny^;i/) -iH--YyF- 
;l/-3--<;l/] x^;i.)-iH-^ V^yF-^t—l, 

3 (2H) -i^:^y 



N C 1 

7.8 5 9.93 
7.57 10.12 

i/Vf-;l-*;l-ATS F (200ml) ffi02-3-F-4 

-F'J7;^:t^;^^/^r-yy ( 5. i6g).igA 

Ttl^^.fL/tit'&Hi)) (11. 6 g ) , =Jf'\J\3Jiyi^'yA 
->''7x-;k7f;X7>f y-7xn-fey (0. 75g). 
MCy^^A (0. 7 6g) . fcJ;t;KiN<«-fFU'> 

A ( 3 . 8 1 g ) ^m^mm^xi 0 o°c-cspfiL 
^^yis^wcto. »tii. mt. mzmsT 

X-^mtfz. i^y*^r'/i.^nvF^77^- (>''^'nn 
^^y) tj;^. i^«§n/v::tfig!fl3*^#il§tL3^c (^r 
^y^'tfes^B^k) o 

iLif : <2 5°C 

[0287] ISC : 2 - C 2 - ( F yx-f/l/i^^/P) 
-5- ( Fy7;t/:ta;>(-f;l/) - 1 H->f y F-/1/- 3 
x^yPTSy 

x^y-;K 1 5 0ml) ttJOlSB-Cff^jfLfc-fb-^ft 
(6. 2 5g) fcit/hF^i/'y (3. SmDcoM-^ 

^imim^iL^^i^i^iimiVf^. <):t4Ni7)Hci (2 

0ml) T-^SKU. Bt/mS®iIt^:i5^>MU;t„ * 
(1 0 0ml ) xmiL^m. x^y-;P^KSTT'l^ 

t!t „ mtTKiaib-f F y '>A}tf«&»LTT/^^ y 
tttL, 'J^uuj<i^yX'miiiLtz. ^b^, ^mUz 

mm^i:m±Txmmti t . m^ntzmm^^ 

Wj^: 56 C 

[0 288] TMD : 2 - C5- (Fy7;P;tn^^ 

fP) ] -iH->f yF-;^-3--Y;^] xf-zt-rsy 

xmX-^^iltzit-^miS. 8g) 3A^U^a. 
y-i^-y (1 g) cD^rx\ •rF5bFn77y 
(200ml) fej:iyriMTF57'-?-;L'Tyt-'>A7;P 

^y F^rF^t FP77y?§?s ( 1 0ml) ^x-mmis, 

mzx7 2mmmnLfz. tsig^^ait, s^shl^c 

f*. S?SI: INCOHC 1 ( 1 00ml) ttO, >^'^on 
.:^fyX'm»li-z. <Xl^z^ 7l<.m TJl;^ 'J mzL, 
on X 9 > T-ftlffi t . ^fc1t^^W«ffl^tIWa^T-«IL 
7--:: ftoii/i^feltllii, x:*?y-/i^-i^'xf-/kx-f;l^ 

a*: >2 5 0°C 

[0289] IgE : X^;H - C6- (Fy7;P:tn 
j<i-H^)-2, 3, 4, 9-TF7hFn-lH-/3- 
;&;P;}^-yy-l-^;I^] i-^n:^:J'y;{?;P;Jf^P-F^ 
KS^Jiti^ttMl t , IXXUDX 

ni^iifz^fmt:m^^tz. 

[0290] 
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2 3 7°C 

C H 
%imiS. 5 6.6 5 5.50 
%ll}ifi 5 6.62 5.60 
[02 9 1 ]||!tMl 14 : Cl-(6-^nP-2, 
3, 4, 9-f-b5hFn-lH-/3-7:?;l/d<-yy-l 
- ^ ;W ) >^ ^ o ] ^ y 
HJft^JlO-fb-^ (IQg) &Th7hh'n77y (4 

0 0ml) tp{zmmt. Tf\^^ymm^T3 

1 A 1 Hi ( 2 g ) &)3sJpU^. 3Sf^SJCES^^, SJCE 

[0292] mmm 115:l-(6-^on-2, 
3, 4, 9-f-b5hFp-lH-/3-;»!?;l^;};iJy-l 

[0 2 9 3] ISA: 1- (6-^Pn-2, 3,4, 
9 -f h 7 h b'n - 1 H -/3 -;*>;l'rKy y- 1 — < ;^) 

i^^'DD.X^y ( 1 0 0ml) '^cr>mmm2(7Mt-^ 
( 2 . 8 g ) JlOTess-MartinMSi ( 3 . 6 g ) <7)?I 

-&!fi5&o°cT'iB#rHifi#t^c„ iSHiafit^Mt. mmi 

11*.: 2 18-2 19^ 
f)S*7C«^^lif : 

C H 
%H-mtt 6 7. 2 5 5. 64 
%liaitt 6 7. 0 1 5. 8 0 
[0 2 9 7]*]iSMl 16 : 1- Cl - {b-9uu- 

2, 3, 4, 9-Th7bh'P-lH-/3-;?;f;l.';J<'jy 

-i-'f^L') i'^'PT'^/i.'] -i-7°p^>vyiiKii 

[0 2 98] ISA : 1- [1- (6-i5'nn-2, 

3, 4, 9-f b^tHP-lH-zS-T^^^L-^-yy-l 
--f/L-) ^-^py^/L-] -1 -ruJW~)V 

T b 5 1 FP75 y ( 1 5 0 ml) tf f'J^fif^l 1 1 5 SOI 
nP^-Z:-'i%(ofitzitiS:'\>% ( 2 . 3 2 g ) ^ . r h 7b 1'p 
77y4'c7)lMM-ftXf-7l/V^-^^y'>i.i§jS ( 1 5ral) 
mi±.T-Z\ ^vStt»HSlT'-3 0°CtT4B§rHlMf L 

Si*: 16 8--17 0T; (^») 

Sl*7C*^W: 

C H 
%tf-i:tt 6 1.20 6.28 
%lli!ltt 6 1.31 6.44 

[03 0 1 ] ifmmit^mco-^m^wm. 

[0 3 0 2] mmmi 1 7 : R060-0 1 75 ( 1 . 

2 5mg/kgigTift4) x-mmmmLfz'y-/V{ziinh 



N c 1 

6.95 8.80 
6. 92 8. 90 

[0 2 94] ISB : 1- (6-^'PP-2, 3,4, 
9 -T h 5 b Fn- 1 H- /3 -::^7;^;ii■y y- 1 --f ;l/) 
-N-bFP^y^>;7P7';5'y:^/|/4^'^-rS F 
JMA-X-n^Ktz^-^m ( 1 . 2 g ) iJi9J-lV ( 1 
2 0nil) t-g-tf)g?S. Fyxf-;^7Sy (0. 5 4m 
1 ) , ilA'b Fndf i/^t-T S y ( 0 . 2 7 g ) 

^u-^h^yy^- (>''^ppy:5'y/itKx^/^ : 9 

8/2 ) izX ^l-Wl^tifzWWm^hfz. 
[029 5] Xmc : 1- (6-^'Pn-2, 3,4, 
9-Tb7b Fp- 1 H-^-^;|/.1i'yy- 1 --ill) 

iSBftf^.ti^db^^!t45 (0. 9g) ^, >^-^=^f-9-y 

(10ml) . byi-'y (0. 8ml) . ioJ:V*7]<hy7 

mumm ( o . 4 2 mi ) <7)j§?s*-cjaHiastT 2 m 

(=J^nujt^y/mMx.i-fl' : 9 6/4) tfOi?avF 

(A^r^ypfj-Cji^btfc) „ 
[0296] 



N C 1 

14.70 12.41 
14.56 12.50 

fZo 

[0299] ISB : 1- Cl" (6-i?nP-2, 

3, 4, 9-TF5bFP-lH-/3-X?;L'4i'yy-l 
- ^ li ) >^uy'i-A ] - 1 -TP.AVy 

xnAxn^tLfz^t^^k (1 g) ^mmmi i scoxm 
A^y-nh ^i-Mzm-oxm.-tit. "fm^titz^ 

mm^i^n-fz. 

[0300] 



N C 1 

7. 93 20. 07 

7. 6 5 20. 02 

^COiSS(Eur. J. Pharma., 1997, 325, 9-12) X 

ii. R.O6 0-0 1 7 5 imim5-HT2rr^'=.y. 
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f fa-Credo . y =7 > X) criM^y "/ h T'HK H 

ofrfi^n 2 0-14 0 s(7)hcr,izit'^mttimm^ 
18x3 Gem) izm^izm^Ltz. 3 0 5>a, mmizR 

O60-0175 (1. 2 5ing/kg^TSJf-) '5:^4 

L, ^coa3o^waiet^-,/ii!j«^x/^> hL 
mmmi. 7. fciyisco^ 

^T'COmg/kg-C-S t 0 ) littl^tl 0.9. 
0. 9, 1. 1, fcJ:t)fO. 5-C&-33t. -J^O, *^ 

m<D'{t^iiz<?^mi.zi5^^rm^j:-sm^Lr^^ 

I. 

[03 03] »ftM 1 1 S : ryy n'r- X V 5 HT^bS 

h b 5 HTjB-fea h->S^f^t|gi|-r-g.CHO- 5- 
HT2BfflJS*^^>J«&iffli!t. t^Sffig ( 5 OmMh y 
XJgffi. pH=7. 4. 4mM C a C 1 ^ ) {CBt/Sii 



o//ioMgsjg ( 5 0jjigwmjm\</^mmms.) ^ 5 

0//1C7) [3H] -LSD ( InMftKjiS) fcJ;W5 O^t 
1 !7M^m t 1 3 7 "CT- 1 WPbK y ^ J. h L „ 
0 . 1 %-t° ijxf-py 5 yT-i^i!6-1' y^^^- b Lfz 
GF/B Unfilterf'^iiL/t, *i«-Cii. ^IgBBW-ft-^ 

[0304] mmi 1 9 : mmmM ■. m\ 

^ix^'ti5m(Dm^^i^m-hm\^ 1 0 0 0^ 



mfhtz>t>ffim 

')^*T>ry 1 0 s 

IL« 1 0 0 g 

;^tT u yi?v^-;t-i^'>i>, 2 g 

^yp^' 2 g 



(51) Int. ci. 7 

A6IP 15/00 
25/06 
25/18 
25/20 
25/24 

// C 0 7 B 61/00 



F I 

A6 1P 15/00 
25/06 
25/18 
25/20 
25/24 

C0 7B 61/00 
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(72) HHM =J^y- ■ ) >7^-7 y T X 

77yx|I|, 92130 >fX-c ■ ■ A'jy 

'Ja ■ K'? ■ 7 ■ fyryx 25 
(72)^Bj^ i;^y-f'-jz)V-7'^}:^y 

77y:^ll. 95320 "(jry ■ )V ■ y ■ y He 
V. Ujl ■ f A ■ i^^h- 76 



(72) ■ s^y 

7 5yxH. 78230 )V--^'/^. Ua 

■ r^i^'^y ■ -^^ivvy 19 

(72) ^HJ^ ry . H^^yjf 

77y::^ll. 78470 "^-y ■ ■ V ■ 

jL>y'JjL-X, y^i. ■ F'^' ■ ^^°y 10: 

(72) ^HM >^>y ■ 7'^y 

7^yx|ll, 92150 >-:i-Wy, U jj. ■ 

i^'i ■ -t^-^y^'n 28 



